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IN THE UNITED STATES PATENT AND TRADEMARK OFFICE 

IN RE APPLICATION OF: Katsutoshi SAKATA, et al. GAU: 
SERIAL NO: New Application EXAMINER: 
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SIR: 

□ Full benefit of the filing date of International Application Number PCT/JP 02/05 193, filed May 29, 2002, is claimed 
pursuant to the provisions of 35 U.S.C. §120. 

□ Full benefit of the filing date(s) of U.S. Provisional Application(s) is claimed pursuant to the provisions of 35 U.S.C. 
§119(e): Application No. Date Filed 

CH Applicants claim any right to priority from any earlier filed applications to which they may be entitled pursuant to 
the provisions of 35 U.S.C. §119, as noted below. 

In the matter of the above-identified application for patent, notice is hereby given that the applicants claim as priority: 

COUNTRY APPLICATION NUMBER MONTH/DAY/YEAR 

Japan 2001-161988 May 30, 2001 

Certified copies of the corresponding Convention Application(s) 
are submitted herewith 

□ will be submitted prior to payment of the Final Fee 

□ were filed in prior application Serial No. filed 

□ were submitted to the International Bureau in PCT Application Number 

Receipt of the certified copies by the International Bureau in a timely manner under PCT Rule 17.1(a) has been 
acknowledged as evidenced by the attached PCT/IB/304. 

□ (A) Application Serial No.(s) were filed in prior application Serial No. filed ; and 

□ (B) Application Serial No.(s) 
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□ will be submitted prior to payment of the Final Fee 
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[1- (4-€ii/7t'J/7x^f^) tf n v v > — 2 — ;v] v^>V 

[b, e] [1,4] fcf 5, ll-y^Kn-5- [1- (3-^ 

^7t'J/7x^f^) tf n v>- 2 ->f )V* <f-n>] v^>V* [b, e] [1 
, 4] ***Mf tf >S.y f -etLf><7)^Nny>g^f3:e^14#:, uss^wnamsti 

[0 0 15] 

&£#3P;Hb^ [II] t±, lmXitZti&t^ftRmW^Z^LXist), 

kf ZifrLxm&Ltzhiu •; v^Slfc^L tr^U v >^<7> 2&<d±l 

[0 0 16] 

tfcflfcUifi LWfc^&li, tfflx-tfTSEOj*; [III] X&Zti&it&fyjX'&Z 
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[0 0 17] 




[0 0 183 

ilU sS*, Rl~Rl3, A, B, D, r {is* [II] 1 m D & O £frT 0 ^ [I 
II] -C^^tL^^t/t LT(i, 0flx.tf, 2--7^^-n-5 7 11-ytKn- 
5- [1- (4-^+y7x^fJV) en v>- 3 ->f ;w] v'OVCb, 
e] [1, 4] **-^-tfe> N 2--7;V^-n-5, 1 1 -vH Ko- 5 - [ 1 - 
(3-n^fy7x|f^) t°n'jy>-3-^^] (b, e] [1, 

4] *^-tf-tf t: 2-7;i^n-5, 1 1 -vfc Kn- 5- [1- (3, 4 - 
^fU>yt^y7x^f;P) fcfnn; v>-3--T^] y^>v - ' (b, e ) [1 
, 4] ^-^r-9-4f t: 2-7;w^n-5, 1 1 - Kn - 5 - [1- (4-T 
^7x^f^) H'n'jy>-3-^;V] y^>V* (b, e ] [1, 4] * 
•fe*fcf>, 2 -7)V*U- 5, 1 1 -7t Kn - 5 - [1- (3-7^77x^f 
en>jy>-3-^^] v^>V*(b, e] [1, 4] *^-tftf>, 2- 
•7^^-n-5, 1 l-ytKn-5- [1- (4 -*<f-)VT U7x^ff) tf 
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#11 2 0 0 1 - 1 6 1 9 8 8 ^- V : 15/ 

D'Jy>-3-^^] v^>V* [b, e] [1, 4] **4flf tT>, 2-"7;i"* 
n - 5, 1 1->'hKd-5- [ 1 - (3 -^f;i/75 /7x7>f^) n°n v 
>-3->f;u] -y^>V [b, e] [1, 4] **-9"tffcr>, 2-7;u^n-5 
, 1 l-yt Ko-5- [1- (4-y^ff75;7x^f^) fc?a'jv>- 
3--f^] v^>V Cb, e) [1, 4] ^^Hft: 2 -7 fr* u - 5 , 1 
l-yHKn-5- [1- (3-^W5/7z^) tfn'jv>-3- 
>f;i/] y^>7* (b, e] (1, 4] **"9-fcf fc: 2-"7^^n-5, 11- 
yfcKn-5- [1- (4-k'o'jyV7x^f^) tfn >j s> > - 3 - >f ^] v 
(b, e] Cl, 4] **-9"fc*kf>, 2-7;i^n-5, 1 1-yt Ko 
-5- [1- (3-k , D'Jy77x^f;i/) fcfn >; v >- 3 ->f ;V] ( 
b, e] Cl, 4) 2 -7)V*u- 5, 1 l-ytKn-5- [ 

1- (4 -^e;u-7 * y 7 tfn <; v>- 3 ->f ;w] y^>v* [b, e 

] [1, 4] 2 -7;w*n- 5, 1 l-ytKn-5- [1- ( 

3 — =E^7* 'J ;7x^f;P) tin U 3 ->f y^>7 (b, e] [1 

, 4 ] tf 2 -7^*n- 5 , 1 l-ytKn-5- [1- (4-7 

on7x^f;v) fc?n'Jv>— 3— 'f v^>v* Cb, e] [1, 4] 
•fc*kf>, 2 - - 5, ll-ytKn-5- [1- (3-7no7x^f 

;i0 t°n'Jy>-3-^H y^>7 (b, e] Cl, 4] tf-^-tf fcT>, 2- 
7)\sjrv- 5, 1 l-ytKn-5- [1- (4 - T-k-f-frT < J 7x^) 
tfn ij v>- 3 ->f ;p] y^>y (b, e] Cl, 4] Hr^yrMMy^ 2-7)1 
*n- 5, ll-y'kKD-5- [ 1 - (3 -7-bf^75 / 7x^W) tfn 
•Jy>-3-^^] y^>V (b, e] Cl, 4] * ^-tf k? 3 - y~ n n - 
5 , 1 l-y'HKo-5- [ 1 - (4-^ F+y7x^fiV) \£ n 'j v > - 3 - 
v^>v* Cb, e] Cl, 4) **-9-trfcf>, 3-*nn-5, 11-y 
tKn-5- [1- (3-^ h+y7x^f;u) \£ u v >- 3 ->f 
7*[b, e] Cl, 4] ***J"tffcr>, 3-^nn-5, 1 1-yt Kn-5- 

[1- (3, 4-^fl/>yt^ry7x^f^) tfn 'J v 3 -4 iU] y^> 
V Cb, e) Cl, 4] **-9-tft?:^ 3-^nn-5, 1 l-ytKn-5- 

[1- (4 -75 7 7xW tTni; v>-3 --Y^] y^>7*(b, e] C 
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mm 2 0 0 1 - 1 6 1 9 8 8 ^- v : 16/ 

-i * * 

1,4]* kf 3-^oo-5, 1 l-ytKa-5- [1- ( 3 — T 
</7x^f;V) kfo'J v>-3 --OV] [b, e] [1, 4] 

-tf kf 3-^oo-5, 1 l-yHKD-5- [1- (4-^f^7^/7x 
^■f-^) tfn ij v>- 3 -4 ^] y^>v" (b, e] [1, 4] Or**)-** tf>, 
3 - ^ n n - 5 , 1 l-ytKn-5- [ 1 - (3 -^f^7^ y7xW 
tfn'; v>-3--f ;v] y'^ov' (b, e] [1, 4] **-9-tffcf > % 3-^o 
n-5, 1 l-ytKn-5- [1- (4-y^f;V7^7i^f ;P) kfo'j 
v>-3-^;U] y^>V (b, e) [1, 4] kf>, 3-^ on- 5 

, ll-y'HKn-5- [1- (3-y>f;v7^7x^f;i/) fcfo';v>- 
3->f^] v^>V* [b, e] Cl, 4] 3-^dd-5, 11 

[1- (4-t°nijy7 7x^f)l/) k°n'jy>-3-^f;i/] 
y^>V [b, e] [1, 4] **-9--trkf>, 3-?nn-5, 11-vfcKn 
-5- [1- (3-t: 0 D'jyV7x^f;v) tfn u v >- 3 ->f ( 
b, e] C 1 , 4] **-9-tfkf>, 3 on - 5, ll-/HKn-5- [1 

- (4-^7*'j;7x^f^) t'n'jyy-3-^H ->*^>V [b, e] 

[ 1 , 4] *^-tfkf>, 3-?od-5, 1 l-ykFn-5 - [1- (3- 
Wt');7x^) kfn >; v>- 3 ->f^] v^>V* [b, e] [1, 4 
] t^rt^lfy, 3-^on-5, 1 1-yt Kn-5- [1- (4-7nn7 
jl**H>) enijyy-3-^i'] v^>v*Cb, e] Cl, 4] Jt**)tM\lV 
\ 3-7UU-5, 1 1 - vfc Ko- 5 - [ 1 - (3 -7nD7x^) fcfn 
'Jy>-3-^l'] y^'/V (b, e] Cl, 4] * +h -tf t? > , 3-7DU- 
5, 1 l-ykKn-5- [1- (4-7W7^7iW) \>u*) 9 Sz/ 

— 3 — T >W] y^>7* (b, e] Cl, 4] 0r*W\£ 3-^on-5, 1 
l-ytF'D-5- [1- (3-7W75;7iW) t'n'Jyy-3- 
>f;l/] y^>7 (b, e] Cl, 4] **-*t-tf t?>, 5, ll-ytKn-5- 

[1- (4 - kfn 'J y7 7x^f;i/) t: a 'J v>- 3 --f ;w] y^>7* [b, e 
] Cl, 4) 5, 1 1 — v t: K o — 5 — [ 1 — (3-t'n'JyV 

7x^f^) ea'Jyy-3-^^] y^>y' (b, e] Cl, 4) :**-9-trbf 
5, 1 l-ytKn-5- [1- (4-^'J^7x^) kfn>Jv> 
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-3-^;H v^>V* [b, e] [1, 4] ^^r-9-^e>, 5, 1 1-ytKn 
-5- [1- (3-^')yV7x^f;v) t: n <; «>* >- 3 ->f y^>7 [ 
b, e] [1,4] tf 5, ll-ytKn-5- [1- 

7*'j;7x^) Mu 3 ->f ;v] y^>v" (b, e] [i, 4] * 

^+f--tftf>\ 5, 1 l-yEKn-5- [1- (3-W*'j;7xW) 
tfnij v>-3--f ;u] y^>V (b, e] (1, 4] **W\£>'BLV f *:tLh 

[0 0 19] 

&&2js:#&0;Hb^ [III] (i, liXlif^±(7)^i^^Lti5f) 

[00203 

LWfc£1&«\ fdxJfTIE^ [IV] T'i^tL^Mt^^o 

ill, 5£*K Ri-Ri3, a, b, D(±^: CD tmci><mmL, RU&§tm& 

1 - 3 (DmkT^^^mi^t-to 
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# 

[0 0 2 1 ] 

[ft 7 J 




Rn 
[IV] 



[0 0 2 2] 

Kn-5- 1 2 - [N- (4-^ f^y7x^f ^) -N-^^-;v] T^/xf 
M V<>V° (b, e] [1, 4] *^-fc:li>, 2--7;i/*u-5, 11-y 
kKn-5- |2- [N- (3-n^y7x^f^ -N-^^] 7^x 
f-'M v^>v* [b, e] [1, 4] **-9--tfH 0 ^ 2--7^^-n-5, 11- 
vfcKn-5- 12- [N- (3, V>vt^y7x^f ;V) -N-p< 

7^xfiH iSs<>\r Cb, e] [1, 4] * * -9"1£ t° > , 2 - 7 
n-5, ll-/HFn-5- 12 - [N- (4-7^ 7 7x^f^) -N-^ 

7^xf^| y^>7' [b, e] [1, 4] ^^r^-^f^y^ 2-7;V* 
n-5, 1 1-yt Kn-5- |2 - [N- (3-7 5 / y -N-^ 

T^xfjH y^>7' [b, e] [1, 4] :**-^-tffc:>, 2-"7;l^ 
n - 5, 1 1 -yt Kn-5- I 2 - [N- (4-^f^7^ J y - 
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mm 2 0 0 1 - 1 6 1 9 8 8 ^- v : 19/ 

» 

N->f-^] 7<yxf;i/j v^>V [b, e] [1, 4] **-9--tr tf>, 2- 
■7;v^n-5, 1 l-vbKD-5- 12- [N — ^75 / 7x^f 

;W) -N-pt-f-^] T<y^-^-)V\ *?y<v*/ [b, e] Cl, 4] **-9"tffcf> 
, 2-7;u^-n-5, 1 l-yKKo-5- |2- [N- (4-77^7^7 
7x.*m/) -n-**-^] t^/j^;u| y^>7 (b, e] [I, 4] 
->f-tft°> N 2-7;l/^-n-5, ll-vfcKn-5- |2- [N — (3-yVf 
)l^7^7x^f^) -N-^-f-;W] 7^/if^| y^>7* (b, e) Cl, 
4] **-9-tffcf 2 5, 1 1 - yt Kn-5- 1 2 - [N- (4 

- tfn 'J y/7x^) -n-^^;p] 7^;xf;H y^>V* [b, e] C 
1 , 4] -t^Wy^ 2-7fr*u-5, ll-ytKo-5- {2 - [N- 
(3-t'D'JyV7x^fil') -N-*^] 7<7xf ;H v^>v* Cb, e 
] Cl, 4] **-9-tftf:^ 2--7;P^-o-5, 1 l-ykKn-5- l2-[ 
N — (4--t^7t 'J7 7x^>f ;P) -N-^^-;u] >>^>v* C 

b, e] Cl, 4] **-*-lrfc:>, 2-7;w*n-5, ll-vHFn-5- I 
2- [N- (3- ; e^7t , J7 7i^f;i') -n-^^;u] 7^yxf;H 
>V Cb, e] Cl, 4] **-9-4fe>, 2 - n - 5 , 1 1-ytKn- 

5- 12- [N- (4-7nn7x^) -N-^^;v] T^xf^l 
>V Cb, e] Cl, 4] **-9"tfe>, 2--7^^-n-5, 1 1-ytF'n- 
5- 12- [N- (3-7nD7x^) -N-j*^] T^S^M 
>V* Cb, e) Cl, 4] ^^r+f-trh 0 ^ 2 - "7 D - 5 , 11-ytFo- 
5- |2- [N- (4-7-bf^7^7 7x^f;k) -N-^;H 7<7xf 
M y^>/ (b, e] Cl, 4] Hr^Wzs, 2 -7 )l<*u- 5, 11-7 
HKo-5- |2- [N- (3-7W75 77x^fJl/) -N-^^-^] T 
^7xf;vj y^>y* (b, e] Cl, 4] **-9--tfe>, 3-^o-5, 1 
l-yHKD-5- |2- [N- (4-^f^ry7x^f^) -N-^f-^] T 
^7xf;H y^>7' (b, e] Cl, 4] ***}-\£\£>, 3-*nn-5, 1 
l-ytKn-5- |2- [N- (3-^f+y7i^) -N-^;i/] T 
= y^yy [b, e ] Cl, 4] **-9-tfbf>, 3-^nn-5, 1 

l-y'tFo-5- |2- [N- (3, 1/Vyt^y7x^f -N 
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#11 2 0 0 1 - 1 6 1 9 8 8 ^- v : 20/ 

4 

T^y-x-f-^l y^>y [b, e] [1, 4] **-9--tft 0 >, 3-? 
on-5, 1 l-ytKD-5- |2 - [N- (4-T< /7x^f^) -N- 
^•f-^l/] 7 [b, e] [1, 4] ir^^-^\dy s 3-y-n 

n- 5, 1 l-vtKn-5- |2 - [N- (3 - T3 7 7 -N-7 
-f-)V} 75yifiH v^>'/ Cb, e] [1, 4] *3r+|--tfti 3-^nn 
-5, 1 1--/HKO-5- |2 - [N — (4 -^f;U7^ J 7 )V) -N 

7^yxf;H y^>y [b, e] [1, 4] 3-? 
on-5, 1 l-vhKn-5- 12 - [N- (3 -^f;V7^ / 7^^)^) 
-N-^^;U] 7;7xfjH iSsOV [b, e] [1, 4] * * -9-tf I? > , 3 
-?nn - 5, 1 l-yt:Kn-5- |2 - [N- (4 - y^f;U7< 7 7 x.^ 
Tfr) -N-**-^] 7^/xf-/l/| y^>V (b, e] [1, 4] ***)r*Z\Z 
3-?dd-5, 1 l-ytKn-5- {2 - [N — (3 -y7f;V7^ 7 
7x^f^) -N-^;u] t^ /-x^;v| y^yv* (b, e] (1, 4) 
■9--tftT> > 3-^on-5, ll-vfcKn-5- 1 2 — [N- (4-tfn'jy 
77^^^-;!/) -N-7-f-;l/l T^/x.^;w| y^y7 [b, e] (1, 4] * 
*-^-tft?>, 3-?on-5, 1 l-ykFn-5- |2- [N- (3-lfn'J 
■>V7x^) 75/if;H y^yy' (b, e] [1, 4] 

t^t-t'^y, 3-^nn-5, ll-/tKn-5- |2 - [N- (4 -^e;i/ 
7t'J/7x^) -N-7^;W] 7^xf^| v^>V* [b, e) [1, 
4] rt^-tfkf 3-?nn-5, 11 -yt Kn - 5 - 12 - [N- (3 - 
w*'jy7i^) -n-7^-;i^] 7?yxf;H y^yy [b, e] [ 
1, 4] :t*-9-tffc?>, 3-^nn-5, 1 l-ytKn-5- |2 - [N- ( 
4-7DD7i^) -N-7^-;W] T*73-*M v^O-V* [b, e] [1 
, 4 ] * ^r-^-b' fcf > , 3 - * n o - 5 , 1 1 — v £ K n — 5 — 1 2 - [N- (3 
-7on7x^fji/) -N-7^-;V] r^y-x-f-^l [b, e ] [1, 

4] 3-ynD-5, 1 l-yhKn-5- |2 - [N- (4 - 

7W7?/7x^fJV) -N->f;V] 7^;xf;H y^yy' (b, e] 
C 1 , 4] **-9--tffcf:^ 3-yno-5, 1 l-ytKn-5- 1 2 - [N- 
(3-7W7^7x^f^) -N-*^] 7^xfji,| y^yy' (b 
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&m 2 0 0 1 - 1 6 1 9 8 8 ^- V : 21/ 

, e] [1, 4] **"*-l£fcr>, 5, 1 1-yk Kn-5- |2-[N-**-;W 
-N- (4-k'n'JyV7x^fJP) ] 7<yxf;H v*^>V[b, e] [1 
, 4) **-9-*ffc?>, 5, 1 l-ytKn-5- |2- [N-*^;u-N- (3 
-t°n'JyV7x^f;V) ] 7?yxf;i/| y^</"/ [b, e] [1, 4] 
+h-tfk:>. 5, 1 l-ytKn-5- 12- [N-^^-N- (4-t^'Jv 
/7i^) ] 75/xf;H v^>y" [b, e] [1,4] jj-^r-fj-tffcf >\ 
5, 1 l-ytKn-5- |2 - [N-^;U-N- (3-^'Jy77x*f 
] 7^7if;H y^>y [b, e) [1, 4] *^-t-t?fc: 5, 11- 
y^KD-5- 12- [N-^^;l/-N- (4-^7* 'j;7x^) ] T 
^xfjH VOV [b, e] [1, 4] **HHffcf>, 5, 11-ytKD 
-5- |2- [N-^-f-^-N- (3- ; 6^7t'jy7i^) ] 7Uif 
;H itiyv [b, e] [1, 4] **-9"tf bf ^U^ftibO^n^Si&fiM 

[0 0 2 3] 

^^t?f±, (i)R9~Rl3<7)v^tL^l o^[E]-e^$n*IRttT^ S m~C 

(ii)R9~Rl3ov>rn^lo*n*[E]-C*$*iS5|^T5 fife 
/6 ? 7K*mT--e* *9 , Rl~ R8<7) 1 oKJ 2 y ^T-Xiiia^^-eab I) , 

i&tf7kmmj-'c$>2>M i]<nm&fc, (no RS-Ris^-ftifc^CEK^ 

[0 0 2 4] 

itfcmm., mmn. v ywamommm. mw&) %m&. 77^1 

i-i^owML. m^m&, ?J->m&, 

[0 0 2 53 

#H9Ht£-& CI) o Cll) -e^$*LMt^$Ki> Wxtf, «x.tf, ffl 

mm$m9 73388 5 a l^cp^^T^&yy&tct^ t&<t>1j&(ej& 
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[0 0 2 6] 
[ft 8] 




[0 0 2 73 

C^4». R 1~ R 13 x A, B. DRVrltt CD tmCX'ih*), Wliffl3RJR 

ft^» CV] il^MO^ST, ±SB— «5t [VI]T-3t£*iMb^t£ 
dfcfc J: »K «^bl» [II] Sr«jti"*Clt**T§So -tlERSK 

KtWT< KS, ff9bKD79'A y'xf;l/x-riK v^^r^^, 1, 2 
-y^ f+yx^yfox-t^i, ^yl/^ ^ 

7^;u v -f- -7 a, h •? a ^ h * y h\ * >; -7 a t - r h * v K& ^ *$£»f & 
^t^i^o RJfcffiJSWU i§# 0*0-1 5 0°C, $HSK{±^i&~ l oorcofg 

mvftt>ti2> 0 RfL'fis*)^ ^(ifn^iic i o ri^ a 

HtrffiKE'OJ^^Ufflv^c'fb^tl [V] (±, ^£n^7}& [J. Med. Chem., 
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7, 609 (1964)] K«fc OKiTC^&o 
[0 0 2 8] 

4 3 5 9 A l^zmTfiZtLX^Z-frfeizmtX* 7°n';>, *.f/n >imft 
tLX, ZtibZmTtLX'&hti&Tfr^-frZN-T )l*)VitL, >k^Xy^m 

[0 0 2 9] 

X, #*9Hfc£-!» [II] t±. HP£#lti£9 9 1 2 9 2 5 A 1 *ITV» 
Tffi<W& (E^2) CioT^lt^o 

[0 0 3 0] 
[ft 9] 



C 




<J£fSit 2 > 



[0 0 3 1 ] 
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Wm 2001-161988 



^-v: 24/ 



[0 0 3 2] 

tt^t? CV] ikm^T, ±12— fe5£ [VII] ff^WN-t-7'b^ry 
# - 2 - bf ^ 'J y;Mf;^yi/-f ^ fcigiT LTRIl. $ [ 

VIII] tf>rt:£1&«:W«U o^-CiMlitT-l^ [IX] (Dlt&VdZn, -W: 
CX]Offc^!»S:i|[a£^T"eRJS$-fr*ittCj: 0, ^Wt^t/ [II] 

*»jti-*^i:* f T§*o Cv] a>t> [viii] a t^, [ix] [n] ^wss 

[0 0 3 33 

en o^*,^ cm] x-mzti&ik&yote. flfflx.^, ii^ts 

10 0 4 0 5 7 0 A l^P^^T^&^&^v^ TIBO^ift (Rt&sS: 3 ) K 
[0 0 3 4] 



[0 0 3 53 

ffc^tJ [V] Sr, ?§«**£a£«>#£T\ ±3E-«S* [XI]^£*i&lb^£E 



[ffcl 0] 



[V] + 




[III] 



<Mf&TC 3 > 
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i 

JS$**ifc»cJ: *K *&mit&to [III] SrStjgi-^dt^-ei^e ±SBRl£ 
5K^T<K3K, f F5tKD75>, yxf^x-f^, 1, 

t or-i 5 o°c, «fatc»±^ia- i o or^fgHT-^ftJtL^o awr^ r 
[xi]sra*^«ffl»(i, fb£-t/ Cv] offflii:*tLt, -en^no.5-10^ 

L < (i0.8~5^e;i/^S-c**o 

[0 0 3 63 

ft, ±IE-^ [XI]-C^$*i&fl:^W\ 3 -H Fn^fyfo'J y*>, 3 - 
nKn^y^'jy>|-N-7;^ Mb L fclfe K , * * ySjC <J > , iafb^ * - 

[0 0 3 73 

#s&9Hb£-fcf [i] o?*>5*; Civ] •e^$^*ft^(±, 0!ii.ti\ #ix.ti\ a 

K^iO 0 4 0 5 7 OA l^KHJ^SfrT^S^KflEi/*, TIBO^ift 
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[0 0 3 8] 
[it 11] 



mm 2001-161988 



^-v: 26/ 




[0 0 3 9] 
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4$H 2 0 0 1 - 1 6 1 9 8 8 ^- V : 27/ 

» 

f&i&fl?l±, iI#0°C- 1 5 0°C, «fiim±MS~ 1 0 OTC^IEffl-Cff^tL^o R 

sftf^^-e*!), [xii] <h [xm] <7)»jtfio. 5~2fg^e;w Wit 
< tio. 7f§^«b i . 5fflre*& 0 

[0 0 4 03 

^ ex] tias^T, ss^^-^T^HH^fb^ Civ] iwkm-t&ztw-ez 

XIV] Hit LT^ ^-=e;HJiL±, Sf i L < (± 1 - Ste^T* , [XIV] £ 

CX] oiJttiO. 5~2ffr=e;K flfi L<{±0. 7^<bl. 5fg"C** 0 
[0 0 4 1] 

ffc£-& CXII] (ilt^-tf CV] Sra-^nftafe^-r^-CT^^MkL^Hjl 
«IL^2 -^n^^y-;ncj;oT'fl:^% [V] SrT^MbU TOIti: 

[XIII] (i|»#I^fjl0 0 4 0 5 7 OA i -^KHfl^S 

ffc^ [XIV] (Wi^iO 0 4 0 5 7 0 A If Ci^^ntv^J:^:, 
[V] fc^nffi^jL^T-^^T^ + MfcLfc^^ 7^ KffcLTiBTC-t"* 

^ tiLtexktowftmz*. o quasar? 

[0 0 4 23 

^*U, «±£ik %M, yD^m Agflftik fL*K lfc*#k 3* 
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WM 2 0 0 1 - 1 6 1 9 8 8 ^- ->* : 28/ 

Ltli, *?n-;^ v?h-X, v 'j * , -t;un-^ N 

^'J-b«;>, jfc^ffljlgfc ^&*aMf «b*i*o 

[0 0 4 3] 

1 0 0 0mg£ 1 ®-S!c|5Itc^ttT|5c-^t"*Ltf iv» 0 
[0 0 4 43 

[0 0 4 53 

C^Wfl i ] 

(R) -3-7^*0-5, 1 1-vt Kn-5- [1- (4-^ + v7x^ 
kfn 'J v>- 2 ->f y^>7 (b, e] [1, 4] t^-t-tf'ii 

(R) -3-yfr*u-5, 1 l-*>'tKo-5- [1- (4-^ h^rv7x 
^)V) )V y^>V (b, e] [1, 4] Hr^^f 

T;1/3*>^lT\ 6 0 %7^mt-f- Y >) * A (44mg, 1. 1 mm o 1 ) £^ 
U y^^^^^vK (5ml) tcffiffi LTlSt 3 0 53^*1 
#Lfcffe, 3-7)V*u-5, 1 l-ytKny/^y* (b, e] [1, 4 ] * 
4MHffcf> (0. 22g, 1. Ommol) fciflx., Ifif3 0WU: o 
5 or-CHK3 0 5MB«#Lfc3fe, l^lfti: (R) -3-^nn-l- (4- 
n#-/7x^) tf^i;^> (0. 2 5 g, 1. Ommo U SRg&frU 9 
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&m 2 0 0 1 - 1 6 1 9 8 8 ^- v : 29/ 

* 

7 3 3 8 8 5 A tJPIR) Wy^HW^vF (2ml) 

frELfco »«SE«r«EES*L, ftfctut&SBffc "> '1 

7A^n7^77-f-C#L, ^^-9->«hg^^^-;l/ (7:3) £fflv>T?#ffi 
Lfc e a^75^y3>***, ilETtCii^^t^i:, (R) -3-7 
)V*u-5, 1 l-ybKn-5- [1- (4-^ h+->7x^f^) b^'Jy 
>- 2 ->f y^>V [b, e] [1, 4] **^-lftf >j&«&j*fefiM* 

VdtLT&btifz (0. 3 0g, 7 0%) o 
E S I /M ass: 433 [M+H+] 

NMR(CDC13) 5 : 1. 60-1. 90(4H, m), 2.27UH, m), 2. 50-2. 60 (1H, m), 2.70 
-2.82(3H, m), 2. 98-3. 10 (1H, m), 3. 18-3. 24 (1H, m), 3.35(1H, dd, J =9. 3, 12 
.9Hz), 3.82(3H, s), 4.02(1H, dd, J=3.60, 13.2Hz), 5.20(1H, d, J=12.0Hz), 

5.27UH, d, J=12.0Hz), 6. 70-6. 95 (6H, m), 6. 98-7. 05 (1H, m), 7. 15-7. 30 (4H 
, m) 

[0 0 4 6] 

(R) - 3 - -7)l<* u - 5 , 1 l-ytKn-5- [1- (4-^h*y7x 
fcT^'J V>- 2 -4 )l>*^-)V} v^>v* (b, e] [1, 4] 

(R) 5 t 1 1 - yt Kn- 5 - [ 1 - (4-n + ->7x 

*7-;u) kf^'j v>- 2 v^>v* [b, e] [l, 4] *^-9-fcf 
k° > (300mg, 0. 7mmol) <Di?9uu * j?y (5ml) JgiftK 4 Mia 
»/v**-fr>0. 3ml £}H];L, 3 0M#L/:t, ?II^imL/:o i 

#*«8W-S£fc£J: ^SBfl:£'!» i i:»feB#fc LT#£ (2 5 7mg, 79% 

) o 

ESI/Mass : 4 3 3 [M+H+] 

NMR(CDCl3) .5 : 1.90-2.06UH, m), 2. 06-2. 30(3H, m), 2.74-2. 86(lH, m), 
2. 90-3. 20 (2H, m), 3. 25-3. 40 (lH, m), 3.42-3. 68 (2H, m), 3.80(3H, s), 3.85 
-4.00QH, m), 4.24(lH, dd, J=7.8, 14.1Hz), 4.62(lH, dd, J=5.7, 14.1Hz), 
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mi 2 0 0 1 - 1 6 1 9 8 8 ^- V : 30/ 

« 

5.12UH, d, J=12.3Hz), 5.32(1H, d, J=12.3Hz), 6. 72-7.03(8H, m), 7.12(2H, 
d, J=8.4Hz), 7. 18-7. 25 (1H, m) 
[0 0 4 7] 

\M%m 2 ) 

(R) - 8 -yfr*u- 5, 1 l-y'HKo-5- [1- (4-^*y7z^ 
fcTn'j i/>-2 ->f ;u*f-;u] y'^v/ [b, e ) [1, 4] ***)r<M\L 

3_7;U^n-5, 1 l-yHKDyX>7 (b, e] [1, 4] ^^-tfkf 
>(DiXk>t) C8-7;^n- 5, 1 l-ykFny^>v* [b, e] [1, 4] 

**^^^>zm^*xmmi tmm<vmmz±n , (r) -s-^^n-s 

, 1 1-yt: Ko-5- [ 1 - (4-> h^y7x^f;V) t? n »J v > - 2 - >f 
y^yv*[b, e] (1, 4] **W\£y*%t: 0 mM&mfco W 

m 1 9 %o 

ESI/Mass! 4 3 3 [M+H+] 

NMR(CDC1.3) d I 1.58-1. 88 (4H,m), 2. 22-2. 30 (1H, m) , 2. 48-2. 58 (1H, m) , 2. 
68-2.82(3H,m), 2.99-3.08(lH,m), 3. 21-3. 36, 2H, m) , 3.8l(3H,s), 4.00-4.05(1 
H,m), 5.20(lH,d,J=13.0Hz), 5. 34 (1H, d, J=13. 0Hz) , 6. 47-6. 50 (2H, m) , 6.79-6. 
93 (3H, m) , 7. 02-7. 18 (4H, m) , 7. 26-7. 34 (2H, m) 
[0 0 4 8] 

itt Lxntzo urns i % 0 

E S I /Ma s s : 4 3 3 [M+H+] 

NMR(CDC13) a ! 1.90-2. 32 (4H,m), 2. 75-2. 88 (1H, m) , 2. 94-3. 23(2H, m) , 3. 
28-3.60(3H,m), 3.81(3H,s), 3. 91-4. 00 (1H, m) , 4. 14-4. 30 (1H, m) , 4.58-4.73(1 
H,m), 5. 17(lH,d,J=13.0Hz), 5. 34 (1H, d, J=13. 0Hz) , 6. 50-6. 60(2H,m) , 6.81-7. 
00(3H,m), 7.08-7.39(6H,m) 
[0 0 4 9] 

mmm 3 ] 

(R) -2-^nn-5, ll-ytKn-5- [1- (4-n^y7x^f 
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mi 2001-161988 ^- V : 31/ 

* 

)V) k'n'Jy>-2-'f;Mf^] y^>/ (b, e] [1, 4] **-^-tfk:> 

3-7;i/^-n-5, 1 l-ytKnyX>V (b, e] [1, 4] **-9--lfkf 
><Ditt> *Hi2-?nn-5, 1 1 - v Kn v* [ b , e ] [ 1 , 4 ] ir 
*-9-tf k:>£ffiv>Ti|«J 1 t\stf!k<7)1%mz£ fK (R)-2-^nn-5, 1 
l-ytKn-5- [1- (4-n^y7x^) fcf n 'j y ^ - 2 - <Y )V * 
y*^>y (b, e] [1, 4] ^Jr*-fe*tf^^#^o ^SffeHfro W?4 

4 % 0 

ESI/Mass! 4 4 9 [M+H+] 

NMR(CDC13) (J I 1.60-1. 87 (4H, m), 2. 20-2. 28(1H, m), 2048-2. 56(1H, m), 
2. 67-2. 82 (3H, m), 2. 93-3. 06 (1H, m), 3. 16-3. 23 (1H, m), 3.34QH, dd, J=10 

.3, 14.7Hz), 3.8K3H, s), 4.04(1H, dd, J=4.0, 14.7Hz), 5.15(1H, d, J=13. 

0Hz), 5.25UH, J=13.0Hz), 6. 75-6. 89 (5H, m), 6. 97-7. 04 (2H, m), 7. 10-7. 16 ( 

2H, m), 7. 22-7. 30 (2H, m) 
[0 0 5 0] 

^ti^mmmi tmm^4MimL/v**^yx~>$mL, mtft&wzM&m 

fot LTttfc, W9 0%o 
ESI/Mass: 4 4 9 [M+H+] 

NMR(CDC1 3 ) 8 : 1. 92-2. 28(4H, m), 2. 72-2. 88 (1H, m), 2. 93-3. 13(2H, m), 
3.26-3.38(lH, m), 3. 43-3. 6. (2H, m), 3.81(3H, s), 3. 83-3. 98 (1H, m), 4.20 

-4.350H, m), 4.61-4. 74 (1H, m) , 5.11QH, d, J=14.0Hz), 5.27(1H, d, J=14. 

0Hz), 6. 87-6. 92 (5H, m), 7. 01-7. 16 (3H, m), 7. 22-7. 30 (3H, m) 
[0 0 5 1 ] 

immm 4 ) 

(R) -3-?nn-5, 1 l-ytKn-5- [1- (4->^y7x^f 
)V) tin vy- 2 - 4 y^yy* (b, e] [l, 4] **-9--tft?> 

3-yfr*u-5, 1 1-yEFny^yy* (b, e ] [1, 4] **-9"trfc: 
y <DiXt> ^:3-^nn-5, 1 1 - y \l K n y y [ b , . e ] [1,4]* 
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&m 2 0 0 1 - 1 6 1 9 8 8 ^- V : 32/ 

*y-M\£y*m^X$m®\l tfflffi<D&mz± *K (R) -3-^DD-5, 1 
l->*HFn-5- [1- (4-^b+y7x^f;v) 

v'OV* Cb, e] [1, 4] **W\£>*&tz 0 ^HfeHfl:* 

5%o 

E S I/Ma s s : 4 4 9 [M + H+] 

NMR(CDC13) S : 1.60-1. 90 (4H, in), 2. 22-2. 30 (1H, m), 2. 52-2. 62 (1H, m), 
2. 68-2. 82 (3H, m), 2. 97-3. 07 (1H, m), 3. 16-3. 22 (1H, m), 3.35(1H, dd, J=10 

.3, 14.7Hz), 3.8K3H, s), 4.03(1H, dd, J=4.0, 14.7Hz), 5.20(1H, d, J=13. 

7Hz), 5.23(1H, d, J=13.7Hz), 6. 75-6. 90(5H, m), 6. 96-7. 02 (2H, m), 7.10-7. 

20 (4H, m) 
[0 0 5 2J 

fat LXVktZo 6 %o 

E S I /Ma s s I 4 4 9 [M+H+] 

NMR(CDC13) a I 1.92-2. 03 (1H, m), 2. 10-2. 30(3H, m), 2.75-2.84(lH,m), 
2.96-3. 12 (2H,m), 3.24-3.34(lH,m), 3. 44-3. 60(2H, m) ,3.8l(lH,s) 3.87-3.981 
H,m) , 4.24(lH,dd, J=8.7, 15.3Hz), 4. 62 (1H, dd, J=6. 3, 15. 3Hz) , 5.12(lH,d, J= 
14.0Hz), 5.35(lH,d,J=14.0Hz), 6.83-6.96(3H,m), 6. 84 (2H, d, J=9. 3Hz) , 7.01- 
7. 19(4H,m), 7.12(2H,d,J=9.3Hz) 
[0 0 5 33 

imnm 5 ] 

(R) - 7- ^nn-5, 1 1 - v H Kn - 5 - [1- (3, 4 - * ^ V > v * 
^fy7x|f;v) fcfn ij v>- 2 -4)Vff-)V\ y^yy* (b, e] (1, 4] 

(R) -3-?no-i - (3, 4-^fl/>yt + y7x^f;v) fci-OJv 

T-bh-hV^ (5 0ml) (R) - 2 - t Kn + y^f ;Uk?n>J yy 

, (5 0 5m g, 5. 0 Ommo 1 ) „ 3, 4 ->f V'/yt^y?!^;^ 
yy-f ( 1 . 3 4 g, 5. 5 Ommo 1 ) , £tS?f- HJ *A (585mg, 5 
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mm. 2 0 0 1 - 1 6 1 9 8 8 ^- v : 33/ 

. 5 Ommo 1 ) , 3Viti~ M; *A (50mg, 0. 3 3 mm o 1 ) £*Dx., 
9 0 "Ctrl 3. SJETCM^^L, 

itTt«L^#^> yf;^Dto^7?>7 12mg (5. 5 mm o 1 
) , i5J:O f '^>XiKt-)^D'J K6 3 0mg (5. 5mmo 1 ) ^JPx., tK 
<$T-eiB#P4k Ii:lSTt2B|W^L/:o JKJ£ifc£ v * n n ^ ? > tm&M. 

wtm^e l * a ^mm, mm^m&r^si: l 

Adrt>t«xfil, (15! 1) £ffl^T?#tti L/c 0 va 
*i>, «ETt:***9*t5i:, (R) -3-^nn-i - (3, 4-*?-Vy 
•/t + v7x^W) tf^'j v>7&*&f|fe#*)|#»»fc LT#<b*l*: (1. 02 g 
, 7 6 %) o 

NMR(CDC13) <J : 1.55-1. 68 (3H, m), 1. 75-1. 87 (1H, m), 2. 12-2. 20(2H, m), 
2. 55-2. 64 (2H, m), 2. 69-2. 78(3H, m), 3.08-3. 18 (1H, m), 3. 98-4. 06(1H, m), 
5.93(2H, s), 6. 63-6. 75 (3H, m) 
[0 0 5 4] 

(R) - 7-^nn-5, ll-ytKn-5- [1- (3, 4 - * + V > y 
t^v7x^fJV) tlD'Jy>-2-^;Mf;V] [b, e] C 1 , 4 

T)U=ry% : MT, 6 0 %7kmiti- h »; * A (4 8mg, 1. 2mmol) £^ 
* -9- > -C Ltzfey v ^f;^;^^yK (8ml) CUft L „ ^St? 3 0 53* 
f B m#L/:i, 3-7nn-5, 1 1 - v t Kn V* (b, e] [1, 4] 
tf > (2 3 2 mg, lmmol) £#Px_, 1ST* 3 0 Lfco 5 

0tf3 0#W«#Lfc&, CO^tC (R) -3-7DD-1- (3, 4-^< 
f l/>yt^ry7x^f;i/) tf^'jv> (3 0 8mg, 1. 1 5 mm o 1 ) 
^f^^t^yK (3ml) SgffifcfltTLT, 5 0 4 NfW«# Lfco KB 
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2 0 0 1 - 1 6 1 9 8 8 V : 34/ 

^•tf-^fcffc&JL^-fl' (10: 1) £ffi^-T*#tB L£ 0 Il^77^-/3>^i 
?^i±T^»^S*-r^<h, (R)-7-^nn-5, ll-vfcKn-5 
- [1- (3, 4 -tf-Vy y't J Py7x^f^) fcf n 'j v > - 2 - 
] [b, e] [1, 4] **-fr-tftf>ri f &StfeH#:fc LT#«b*i£ (3 

6 2 mg, 7 8%) o 
E S I/Ma s s : 4 6 3 [M + H+] 

NMR(CDC13) a : 1.60-1. 84 (4H, m), 2. 20-2. 30 (1H, m), 2. 49-2. 59 (1H, m), 
2. 65-2. 78 (3H, m), 2.95-3.05(lH,m), 3. 13-3.21(lH,m), 3.34(1H, dd, J=10.3 

, 13.0Hz), 4.00(1H, dd, J=3.3, 13.0Hz), 5. 15 (1H, d, J=13.0Hz), 5.23(1H, 

d, J=13.0Hz), 5.95(2H,s), 6. 63-6. 78 (5H, m), 6.96(1H, s), 7. 02-7. 13 (2H, m 

), 7.26-7.37(2H,m) 
[0 0 5 5] 

(R) - 7- *nn-5, 1 l-ytKo-5- [1- (3, 4 - * V Z/ V 
t + y7x^f^) liD'Jy>-2-^^^fiV] y^>y [b, e] [1, 4 

(R) - 7- *nn-5, 1 1 — v fc: K n — 5 — [1- (3, A-**f-\sZ/V 
t^y7x^f^) (fn'J v>- 2 ->f;l/^^;i/] v^>V'[b, e] [1, 4 
] ^-fr-eef (0. 6 3g) <r>V>?uu*9Zs (5ml) JgiftK: 2 M£a6/i> 
xf;vx-f^3. Omlfcj&Dx., 2 B#K«#Lfc|fc, $&«ft*r*EE®*Lfco t# 
^n^»a»*^*^>^^imLT^IBfb^!»S:^»feHfrfc LTftfc (3 4 
8mg, 8 9%) o 

E S I /Ma s s I 4 6 3 [M+H+] 

NMR(CDC13) 8 I 1.92-2. 33 (4H, m), 2. 74-3. 16 (3H, m), 3. 24-3. 37(1H, m), 
3.44-3.58(2H, m), 3. 88-3. 98 (1H, m), 4. 15-4. 28(1H, m), 4. 60-4. 72 (1H, m), 
5.19(1H, d, J=14.0Hz), 5.27(1H, d, J=14.0Hz), 5.98(2H, s), 6. 64-6. 77 (5H 

, m), 6. 80-6. 88 (1H, m), 6.98(1H, s), 7. 09-7. 20 (2H, m), 7. 28-7. 38 (2H, m) 
[0 0 5 63 

mmm 6 ] 

(R) - 1 - 7;i^n-5, 1 l-ytKn-5- [1 - (4 - 5 y 
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mm 2 0 0 1 - 1 6 1 9 8 8 ^- v I 35/ 

« 

7x^f^) \£u 'j i/y- 2 -j)V*?-)V] i?s<yv Cb, e] Cl, 4) 
■tf-tffcf > • 2*&@£ia 

(R) (4 - y^f iV7^ / 7x^f Jl/) tfn 

U > 

r-th-f 1 ;^ (50ml) cftc, D-7°n>J ;-)l> (2. 0 2 g, 20. 0 
mm o 1 ) , 4-y^f^7</7x^fJMyl/-K (5. 3 5 g , 22. 
0 mm o 1 ) , IkMi- V 'J -7 A (2. 6 5 g , 25. 0 mm ol) , 3 -Mb"*- h 
•j-7A (300mg, 2. Ommol) SrJnx., 9 0tt*13. 5 Bf N]An&jid£ 

> BW«&Sr7MIU«imL^o *Jf ^IfcfcBfeffc-*- h U -^A^^Px., zKS^pH^l 
4hU ^-T^itlS^S^K^-f-^-efflmL^o ffltBI^l^^^y^At^ 
mk. mm*m±T^i:-tZ>t, (R) -2-tKn^y^f;i,-i - (4- 
v^f-^T^ /7x^) t'n 'J y feiWSi: LT|#^^ (4. 

9 1g, 9 9%) o 

NMR(CDC13) £ ! 1.69-1. 90 (4H, m), 2. 29-2. 38(1H, m), 2.45-2. 54 (1H, m), 
2. 56-2. 64 (1H, m), 2. 66-2. 74 (2H, m), 2.88-2. 94 (1H, m), 2.91(6H, ms), 3.2 

3-3.30UH, m), 3.31(1H, dd, J=2.7, 12.0Hz), 3.58(1H, dd, J=4.0, 12.0Hz), 
6.70(2H, d, J=9.7Hz), 7.07(2H, d, J=9.7Hz) 
[0 0 5 7] 

(R) -3-^on-l - (4-y7f^7^7 7x^fJk) \£^)V> 
(R) -2-bKDdry^f^-l - (4-^f^7;/7x^) \£u 
"Jy> (4. 9 1 g. 19. 8mmo 1 ) ^y'^nn^ 9 >6 0 m 1 Cj§)H U 
*.?TF-C«#L&7& s t>, ^y^o^iW^3. llg (24. 4mm 
ol) , 9 y7,)V*-)V? U >J F2. 7 5 g (2 4. Ommo 1) fcj&B 

x., MT-cmW, Mfc£fflT-C2l$ro«#l,fco Rlt«Ky^OD^>i 

Lfc'o II ^ ti/:^!| * y 'J * ^7 7 ^ ^ o -7 h ^7 7 - igMtifct 
lt^Jrt>tS^if^ (9 : 1) *fflt>tSlJlU:o lSi77^ya>* 
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#11 2 0 0 1 - 1 6 1 9 8 8 ^- v : 36/ 

i * * 

i 

«EETKigfliE*:3*"t&fc, (R) -3-^nn-i - (4-v^^T 

^7xM tf^ij Vmhtitz (3. 0 3g, 5 7% 

) o 

NMR(CDC1 3) 3 : 1.50-1. 68 (3H, m), 1. 76-1. 88 (1H, m), 2. 09-2. 20(2H, m), 
2. 55-2. 62 (2H, m), 2. 66-2. 73 (2H, m), 2. 75-2. 84 (1H, o), 2.9K6H, s), 3.08 
-3.17(1H, m), 3. 98-4. 08 (1H, m), 6.69(2H, d, J=9.7Hz), 7.06(211, d, J=9.7H 

z) 

[0 0 5 8] 

(R) - l- -7;V*n-5, 1 l-ytKn-5- [ 1 - 
/7x^) t'n>jy>-2-^;^f;i/] v^>v*[b, e] Cl, 4] * 

T^nV^T, 6 0%*fjtth^A (3 5mg, 0. 8 8mmol) £ 
^^r-t-^-e^L^^, y^mW+yF (5ml) U 1^3 0 

frfflmWLtzfe, l-7fr*u-5, ll-ytKny^>>/(b, e] [1, 
4] :**-9-fcffc:> (0. 17g, 0. 8 0mmol) SrlJDx., MiftT? 3 0 #ffl* 
#Lfc 0 5 0°C-C3 0$5*ra«#Lfc&, <I<7>i#ifcK (R) -3-^nn-l- ( 
4-y^f;l/7^7x^fM fcf^ijv^ (0. 18g> 0. 80mmol) 
Wv'^fWWyK (2ml) M^?lTLt, 5 0 6 Lfc„ 

7t 0 f|f)iiM!|$:y , J*^*7A^n-7h^77'f-(:#L, ^-9-><b 
(6 14) *ffl^TjjSFWL^ 0 "7 9 ? v a > «r*ft, 

(R) - 1 -7)l<*u- 5, 1 l-ytKD-5- (1- ( 
4-y7f^7^7x^fjV) fcf/^'j v>- 2 -'Ol^^lO v^>V*Cb, 
e] [1, 4] *3MMf e>^Jtfe^!»t LTf^W: (0. 23g, 64 

%) o 

ESI/Mass:4 4 6 [M+H+] 

NMR(CDC13) 3 : 1.60-1. 90 (4H, m), 2. 20-2.30UH, m), 2.48-2. 55(1H, m), 
2.70-2.80(3H, m), 2.94(6H, s), 2. 98-3. 08 (1H, m), 3. 16-3. 25 (1H, m), 3.38 
(1H, dd, J=9.3, 13.0Hz), 4.10(1H, dd, J=3.60, 13.0Hz), 5.35(1H, d, J=12. 
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mm. 2 0 0 1 - 1 6 1 9 8 8 ^- v : 37/ 

0Hz), 5.42QH, d, J=12.0Hz), 6. 70-6. 78 (3H, m), 6. 80-6. 90 (4H, m), 7.00-7. 
15 (3H, m), 7. 18-7. 28 (1H, m) 
[0 0 5 93 

(R) - 1 - 7)],*u- 5, 1 1 - vfc Kn - 5 - [ 1 - (4 -*J* f;l/7^ 
/7x^) tfn V 2 ;u^< y^W* (b, e] [1, 4] * 

Jf^-tfti> • 2ia@tia 

( R ) - 1 - "7 n - 5 , 1 l-ykKD-5- [ 1 - (4-y7f;V7< 
7 7x^f^) k?o'j v>-2 ->f i?*<Z/V Cb, e] [1, 4] * 

^^'li> (2 2 8mg, 0. 5mmo 1) <7)y?nn^> (5ml) i«C 

LtzmifcZMMLxmmik&wzm&mfct Lxntz (nomg, 6 4%) 0 

E S I /M a s s : 4 4 6 [M+ H+] 

NMR(CDC13) S : 1.92-2. 30 (3H, m), 2.78-2. 90(1H, m), 2. 91-3. 16(3H, m), 
3. 16 (6H, s), 3. 38-3. 50 (2H, m), 3. 62-3. 75 (1H, m), 3.82-3. 95 (1H, m), 4.28 

(1H, dd, J=6.3, 14.7Hz), 4.77(1H, dd, J=6.0, 14.7Hz), 5.24(2H, s), 6.76( 

1H, t, J =8. 1Hz), 6. 90-7. 12 (5H, m), 7. 21-7. 30 (1H, m), 7.37(2H, d, J=8.4Hz 

) , 7.7K2H, d, J=8.4Hz) 
[0 0 6 03 

inmm i ) 

(R) - 3- "7;W^n-5, 1 l-y'HKn-5- [1- (4 -y^f^T < J 
7z^) tin >j v>- 2 ->f >^>V [b, e ] Cl, 4) 

l--7;v^-n-5, 1 1-yt Kny/^yy (b, e] Cl, 4] ^^-«J-tfbf 
y<D\Xt> 9 3 -7;u^n- 5 , 1 1 - yt KDy^>>/ [b, e ) [1, 4] 
**-*Hffcf>*fflv>-Cllifc0i6 fcra&OftffcKJ: (9, (R) -3 -7;v^n-5 
, 1 l-ytKn-5- [1- (4-y^f^7U7x^) fcfnijv>- 
2-^;i^^] y^vy [b, e) Cl, 4) t^t-b*e>^tfe^f t 
LT&fctlfc (0. 2 4g, 5 3%) o 
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#11 2 0 0 1 - 1 6 1 9 8 8 ^- V : 38/ 

" * 

E S I /Ma s s : 4 4 6 [M+H+] 

NMR(CDC13) d I 1.60-1. 90 (4H, m), 2. 22-2. 32(1H, m), 2. 50-2. 60(1H, m), 
2.70-2.82(3H, m), 2.94(6H, s), 2. 98-3. 08(1H, m), 3. 15-3. 25(1H, m), 3.34 

(1H, dd, J=9.3, 13.0Hz), 4.05(1H, dd, J=3.60, 13.0Hz), 5.20(1H, d, J=12. 

0Hz), 5.26UH, d, J=12.0Hz), 6. 68-6. 90 (7H, m), 6. 97-7. 04 (1H, ra), 7.08-7. 

15 (2H, m), 7. 20-7. 25 (1H, m) 
[0 0 6 1 ] 

mw-t Lxntz (ioo%) o 

E S I/Ma s s : 4 4 6 [M + H+] 

NMR(CDC13) 8 : 1.95-2. 30 (3H, m), 2. 80-3. 00 (1H, m), 3. 00-3. 25(9H, m), 

3.42-3.60(2H, m), 3. 60-3. 75 (1H, m), 3. 85-3. 98 (1H, m), 4. 19-4. 28 (1H, m), 

4.58-4.68UH, m), 5. 11(1H, d, J=12.6Hz), 5.35(1H, d, J=12.6Hz), 6.76(1H 

, t, J =8. 1Hz), 6. 80-7. 08 (5H, m), 7.20(1H, dd, J=6.3, 8.1Hz), 7.43(2H, d, 
J=6.9Hz), 7.75(2H, d, J=6.9Hz) 
[0 0 6 2] 

immm 8 ] 

(R) -3-*nn-5, 1 l-ytKn-5- [1- (4-y^f^7^7 
lfD'Jy>-2-^Mf;l/] y^>V* (b, e) [1, 4] 

•t:'lf>- 2 m.miM. 

1 1-ydFny^yy- [b, e ) [1, 4]^^-9-tft: 
><Oftt>«9^3-^nn-5, 1 l-ytKDy^>y* [b, e] [1, 4]* 
\£>&m^ rmt&ffl 6 tm$L<7)&V?iz£ 0 x (R) - 3-^no-s, 1 
l-ytKn-5- [1- (4-y^f^7?;7x^f;i/) fc?n'jv>-2- 
-Ol^?-;i/] y^>/ [b, e) (1, 4] ***)rli\Lvjr**Y^\i>*'&tZo 
^ffeitttlfo W6 7% 0 
E S I/Ma s s : 4 6 2 [M+H+] 

NMR(CDC13) 8 '. 1. 50-1. 91 (4H, m), 2. 23-2. 32 (1H, m), 2. 51-2. 60 (1H, m), 
2. 65-2. 83 (3H, m), 2.93(6H, s), 2. 97-3. 07 (1H, m), 3. 15-3. 23 (1H, m), 3.34 
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mm 2 0 0 1 - 1 6 1 9 8 8 ^- v : 39/ 

(1H, dd, J=10.3, 14.3Hz), 4.06(1H, dd, J=4.0, 14.3Hz), 5.22(2H, s), 6.72 

(2H, d, J=10.0Hz), 6. 75-6. 85 (3H, m), 6.98-7. 01 (2H, m), 7. 09-7. 19 (2H, m), 

7.1K2H, d, J=10.0Hz) 

[0 0 6 3] 

Hft:*: LXntz 0 ft$9 6 % 0 

E S I /M ass 1462 [M+ H+] 

NMR(CDC13) 8 '. 2. 00-2. 29(4H, m), 2. 78-2. 92 (1H, m), 3. 00-3. 12(2H, m),. 

2.93(6H, s), 3. 43-3. 56 (2H, m), 3. 60-3. 70 (1H, m), 3. 88-3. 98 (1H, m), 4.23 
(1H, dd, J=7.7, 15.7Hz), 4.64(1H, dd, J=6.7, 15. 7Hz) , 5. 11 (1H, d, J=14.3H 
z), 5.38(1H, d, J=14.3Hz), 6. 85-6. 98 (3H, ra), 7. 03-7. 06 (2H, m), 7.12-7.17 
(2H, m), 7.40(2H, d, J=9.7Hz), 7.71(2H, d, J=9.7Hz) 

[0 0 6 4] 

tmnm 9 ) 

(R) - 2 - 7)\s*u- 5, 1 l-ytKD-5- [ 1 - (4-tfD'J ->V7x 

* vfn >; 2 (b, e] Cl, 4] ^-^r+h-lf 
• 2 l&^ia 

S&GILrt:!^/^ (2 7 0mg, 1. 2 0mmol) > 2- (v- t - 

7 *7s-7 4 J) \£y (7 2 Omg, 2. 4 Ommo 1 ) , t 

^•/tf'J^A (14. 4 2 g, 15 Ommo 1 ) H2- (4-7'n^7x^b 

* -» f t>7tKn-2H-li7> (28. Olg, 98. 39mmol) Oh 

(10 0ml) ?tfft t\du*)Vy ( 9 . 93ml, 1 1 9 mm o 1 ) 

x., 7 0°c-ei 2^raat#L^o R«^7jc^jpx.rs^if-^-ettttiL, M 

Sr^DffeHfrfc LTfcfco (16. 4 1g, 8 7%) 

NMR(CDC13) d : 1.97-2. 01 (4H, m), 2.77(2H, t, J=7.3Hz), 3. 24-3. 29 (4H, 
m), 3.79(2H, q, J=6.7Hz), 6.53(2H, d, J=9.3Hz), 7.03(2H, d, J=9.35Hz) 
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mm 2 0 0 1 - 1 6 1 9 8 8 ^- V : 40/ 

» 

10 0 6 53 

4 - fcf o 'J yV 7x^fJM v U- b 

4-t'D'JyV7x^f;V7;i/3-;i/ (16. 4 1 g, 8 5. 9 mm o 1 ) 
^y?no^> (150ml) izmm L , 0 *CT*v >f V 7°n j.^;l^T 5 > 
(19. OmK 108mmol) ^^X^7t-i^n'] K (8. 40m 
1, 108mmol) ^nx-T-Bfclf # Ltz 0 5 %j^7M?f^ h 'J -7 

t# tifzWSW) ^y'J*^*7A^n7f^77^-C#L, ^t>^ 
.x-f-^ (7:3) Srfflv»-Ci#mL7to li*77^y3>Sr|tii), iJETCil 

(2 1. 14g, 8 0%) o 
ESI/Mass 12 7 0 [M+H+] 

NMR(CDC13) £ ! 1.98-2. 01 (4H, m), 2.84(3H, s), 2.95(2H, t, J=8.0Hz), 
3. 24-3. 28 (4H, m), 4.46(2H, t, J=8.0Hz), 6.52(2H, d, J=9.3Hz), 7.07(2H, d 
, J=9.3Hz) 
10 0 6 6] 

(R) (4-lfniJy77x^fM t°D'Jy 

y 

T-t h-h 1 )* (15 0ml) D-T'niJ (2. 7 2 g, 25 

. Ommo 1 ) , 4 -fe?n»J y7 7x^f)M y|/-h, (6. 0 6 g, 2 2. 
5 mm ol) , jkW* 'i7A (3. 4 5 g , 25. 0 mm o 1 ) SrSnx., 9 0 °C 

Srfln*., 7KS<7)pH^l 4CU ^ritLfeiJfc»*ftBI^^-e*llltBLfeo ttffiiK 
«:®v/^y7AT*TO, *«**«JEET^®*-r*4:, (R) -2-kKo 
^fy^f;v-l- (4-tfn'JyV7x^.f;i') k°o'Jy>^lfM^tlIt 
LT#S>=fx£ (4. 9 6g, 8 5%) 0 

NMR(CDC13) (J I 1.70-1. 91 (4H, m), 1.95-2. 04(4H, m), 2.26-2. 36(1H, m), 
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#ff 2 0 0 1 - 1 6 1 9 8 8 ^- v : 41/ 

2.42-2.56(lH, m), 2. 57-2. 77 (4H, m), 2.87-2. 96(1H, m), 3. 18-3. 27 (4H, m), 
3.28(1H, dd, J=2.7, 12.0Hz), 3.57(1H, dd, J=4.0, 12.0Hz), 6.5K2H, d, J 
=9.3Hz), 7.05(2H, d, J =9. 7Hz) 
[0 0 6 73 

(R) -3-^nn-i - ( 4 - t? n y/7 x. \£^)i/y 
(R) -2-tKn^ry>f;v-l- (4-t°n'JyV7x^f ;v) k'D'Jy 
> (4. 9 6 g , 19. lmmol) ^/^nn^>70ml U 7K<% 

TtMft#L*3&*<b, y^y7°Dli;Vif;V75>3. 21 g (2 4. 8mmol 
) , ? >*)V*-fr9UV K2. 8 4 g (24. 8mmo 1 ) ££n;U 

zMtT-C 1 l$HK IE Jc^fiT-C 2 m$mW L fc„ R&ifc £ v * o n ^ ? > <h g&fp 

r^^r-^^ts^K^^ (3 : i) zm^xmmLfzo mmzyvfyayzm 

«£ETtc^«E*S*i-*i:, (R) -3-y-nn-i- (4-tfn'jyV7 
i^-f-^) e^v>^JtfeB#fcL-C»<b*ifc (3. 2 3 g, 6 1%) 0 
ESI/Mass: 2 9 3 [M+H+] 

NMR(CDC13) S : 1.50-1. 70 (3H, m), 1. 78-1. 87 (1H, m), 1. 96-2. 01 (4H, m), 
2. 10-2. 20 (2H, m), 2. 54-2. 61 (2H, m), 2. 65-2. 72 (2H, m), 2. 75-2. 85 (1H, m), 
3.10-3.17(1H, m), 3. 23-3. 28(4H, m), 3.96-4. 06 (1H, m), 6.51 (2H, d, J=9.7 

Hz), 7.05(2H, d, J=9.7Hz) 
[0 0 6 8] 

(R) - 2 - 7)V*n- 5 , ll-ytKn-5- [ 1 - (4 - tfo 'J y7 7 
x.^^-)V) tfcMj yy- 2 [b, e] [l, 4] **-*r 
-fcf e > 

T;Urf>^T^ 6 0 %7kmt1- V 'J ^ A (3 4 8mg. 8. 7 mm o l ) £ 
^■tf- Lfclfe, ^^HHtvK (5 0ml) }:I?|L, 
0^IHHf#Lfeo -*UI2 5, 1 l-ytKoyX>v* (b, e ] 
[1, 4] **WV> (1. 7 0 g, 7. 90mmol) £#D;i, !St3 0 
#ffl«#Lfco 5 0 o C«^3 0 53-W«#Lfc&, COj&ffiH (R) -3-*n 
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2 0 0 1 - 1 6 1 9 8 8 ^- v : 42/ 

* 

n-1- (4-tfn'JyV7x^f^) tf^'Jv> (2. 64g, 9. 0 2mm 
o 1) «y^f;VX^*^vK (2 5ml) i&ffiSrflIT LT, 5 0 "CC 3 

EEffl*Lfco II ^ ^ •> 'J * ^ ^ * 7 A ^ o v F ^ 7 7 ^ - i:# L, v§ 

ffiwLt LTfi5!Ii:A^t>tI^xf;u (6:1) £J£v\ ^T^-fr > fcft 
(111) i:fiti§tiiL/:o Ii477^y3>*$6, fcffiTKiS 
&£@3ri-&£, (R) -2 -y)V*u- 5, ll-ytFo-5- [1- (4 
-fo'JyV7x^f^) lfn'J^>-2->f^^fll'] y^yy (b, e) [ 

i , 4 ) **v-e\£ ymm^mmn ttm^nrz (2. 2 9 g , 6 8%) 

o 

E S I /Ma s s I 4 7 2 [M+H+] 

NMR(CDC13) S I 1.59-1. 86(4H,m), 1. 96-2. 02(4H, m) , 2. 21-2. 29 (1H, m) , 2. 
46-2.55(lH,m), 2. 60-2. 78(3H, m) , 2.97-3.06(lH,m), 3. 19-3.31 (6H,m), 4.08(1 
H, dd, 3. 7, 14. 3Hz) , 5. 16 (1H, m) , 5. 30 (1H, d, J=13. 0Hz) , 6. 54 (2H, d, J=9. 0Hz) , 6 
.75-6.85(3H,m), 6.95-7.09(4H,m), 6. 99 (2H, d, J=9. 0Hz) 
[0 0 6 9] 

(R) -2-7fr*u-5, 1 l-ytKn-5- [1- (4-t*n'JyV7 
jl^)V) tfnijy>-2-^;Mf;v] v^^V [b, e] [1, 4] 

-t? tr > • 2 tswus. 

(R) -2-7;p*n-5, 1 1-yt Kn-5- [1- (4 - tfn U ->V 7 
tfo >; 2 ->f v^>V[b, e] [1, 4) 

4ftT> (2. 2 9 g) Ov^ncM * > (3 0ml) iti&K 2 Miti/yif^ 
i-x^2 0m 1 £JPx., 2H#Hfi£#L/cm. »«E*«E9*Lfco #<bft£$| 

%tz (2. 17g, 8 1%) o 

E S I/Ma s s : 4 7 2 [M + H+] 

NMR(CDC13) 8 I 1. 95-2. 36(8H, m), 2. 84-2. 96 (1H, m), 3. 03-3. 27 (3H, m), 
3. 40-3. 72 (6H, m), 3. 82-3. 93 (1H, m), 4.21(1H, dd, J=8.7, 15.7Hz), 4.63(1 
H, dd, J=6.3, 15.7Hz), 5. 13 (1H, d, J=14.0Hz), 5.33(1H, d, J=14.0Hz), 6.8 
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&BL 2 0 0 1 - 1 6 1 9 8 8 ^- v : 43/ 

1-7.03(6H, m), 7. 11-7. 14 (1H, m), 7.37(2H, d, J=9.0Hz), 7.60(2H, d, J=9.0 
Hz) 
[0 0 7 0] 

immm 1 o ) 

( R ) -3-7 )VJru-s, 1 l-ytFn-5- [ 1 - (4-H'n'jyV7x 
T^w) kfu'j 2 ->f )V*?-)i<] v^>v* [b, e] [1, 4] 

3--7;W^-n-5, ll-yHFny^>/(b, e] [1, 4]^^-^-^^ 
(R) -3-^on-i- (4-t°Dijy7 7x^f;l/) kf^Vv^fSffi 
LT, m»!l6 tiwiil^^^ J: ^ (R) -3 --7^^-0-5, 1 1-yhKn 
-5- [1- (4-ifn'jy7 7x?sfiH tin >; 2 ->f 
>V [b, e) [1, 4] ^dr-^-tflf LTt#fc (0. 19g 

, 5 0%) o 

E S I /Ma s s : 4 7 2 [M+H+] 

NMRCCDC13) d : 1.55-1. 90 (4H, m), 1. 95-2. 06(4H, m), 2. 20-2. 32(1H, m) 
, 2.48-2.60UH, m), 2. 70-2. 82(3H, m), 2. 95-3. 10(1H, m), 3. 18-3. 40(6H, m) 
, 4.06(1H, m), 5.20(1H, d, J=12.0Hz), 5.26(1H, d, J=12.0Hz), 6.54(2H, d, 

J=8.7Hz), 6. 68-6. 85 (5H, m), 6. 95-7. 03 (1H, m), 7.08(2H, d, J=8.7Hz), 7.2 
0-7.30(lH, m) 

[0 0 7 1 J 

z mmm 6 1 mm k a umm./ s> * * > -e&s l , m&it&to * 
mfot Lxntz (9 o%) o 

E S I /M a s s I 4 7 2 [M+ H+] 

NMR(CDC13) a : 1.95-2. 30 (4H, m), 2.34(4H, m), 2. 82-2. 95(1H, m), 3.00 

-3.24(2H, m), 3. 39-3. 78 (7H, m), 3. 82-3. 95 (1H, m), 4.21(1H, dd, J-7.2, 14 
.1Hz), 4.62(1H, dd, J=5. 7, 14.1Hz), 5.11(1H, d, J=12.6Hz), 5.34(1H, d, J 

=12.6Hz), 6.76(1H, t, J=8.1Hz), 6.80-7. 05(5H, m), 7.19(1H, t, J=8.1Hz), 
7.37(2H, d, J=8.4Hz), 7.64(2H, d, J=8.4Hz) 
[0 0 7 23 
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#M 2 0 0 1 - 1 6 1 9 8 8 ^- V : 44/ 

» 

CHJfcfll l l ] 

(R) - 7 --7)Vjru- 5, ll-ytKn-5- [ 1 - (4 - k°n <; y/7x 
*-f-;i/) tfn >; v>- 2 ->f )V^-f-)V\ y^>y (b, e] [1, 4] ^^r^-tf 

7-y)V^U-5, 1 l-ytKDy^>v* (b, e) [1, 4 ] -tf fcf 

><h (R) -3-^nn-l- (4-t°n'JyV7x^f ^) tf^'J v > fc^ffl 

lt, mnm6 tmm^mm'xv (r) -7-7^^-0-5, n-y^Kn 

-5 - [1- (4-tfD'JyV7x^f;l/) tfD'Jy>-2-^f^^f JV] 
>V (b, e] [1, 4] **^^}z>Zim&mW:%!)t Lmtz (0. 19g 
> 5 1 %) o 

E S I /M a s s : 4 7 2 [M+ H+] 

NMR(CDC13) 8 \ 1. 58-1. 90(4H, m), 1. 95-2. 06(4H, m), 2. 20-2. 32(1H, m), 
2.48-2.60UH, m), 2. 68-2. 82(3H, m), 2. 98-3. 08(1H, m), 3. 18-3.40(6H, m), 
4.05(1H, dd, J=5.8, 13.2Hz), 5.14(1H, d, J=12.0Hz), 5.31(1H, d, J=12.0H 

z), 6. 45-6. 58 (3H, m), 6. 68-6. 78 (2H, m), 7. 02-7. 13 (4H, m), 7. 28-7. 35 (2H, 

m) 

[0 0 7 3] 

fat Lxntz (9 8%) o 

E S I /M a s s : 4 7 2 [M+ H+] 

NMR(CDC13) 8 \ 1. 95-2. 30(4H, m), 2.34(4H, m), 2. 78-2. 92(1H, m), 2.94 
-3.25(2H, m), 3. 40-3. 76 (7H, m), 3. 83-3. 94 (1H, m), 4.23(1H, dd, J=7.2, 14 
.4Hz), 4.66UH, dd, J=6.0, 14.4Hz), 5.13(1H, d, J=12.9Hz), 5.24(1H, d, J 
=12.9Hz), 6. 58-6. 63 (1H, m), 6. 72-6. 82 (2H, m), 7. 05-7. 25 (4H, m), 7.35(2H, 

d, J=8.4Hz), 7.60(2H, d, J=8.4Hz) 

[0 0 7 4] 

mmm 1 2 ] 

(R) - 8 - 7 ^ n - 5 , 1 1 - v \L Ko - 5 - [1- (4-t"oijy77x 
Muy)Vy-2-4 )V*-f-)V\ vVsc>v [ b , e ] [1, 4) ^^+h-tr 
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&m 2001-161988 ^- v : 45/ 

8-7;i/*n-5, 1 l-ytKDy^>v* (b, e) [1, 4] :t^-9-fc:k: 
>h (R) -3-^on-i - (4-t:n'jyV7x^f^) ^'Jy>^f| 
LT, H»J6 £ |WI}io^fMi J: 19 (R) -8-7;W*n-5, 1 1-vfcKn 
-5- [1- (4 — tf n <J y'y 7x^f)l/) t: n 'j v >- 2 -4 fls* ^f-)U] iSi 
>V~ib, e] [1, 4] **V^e>£im&®W:V>JtLXntz (0. 13g 
, 3 2%) o 

E S I /Ma s s : 4 7 2 [M+H+] 

NMR(CDC13) d : 1.58-1. 90 (4H, ra), 1. 95-2. 06(4H, m), 2. 18-2. 34(1H, m), 
2. 45-2. 58 (1H, m), 2. 65-2. 80 (3H, m), 2. 95-3. 10 (1H, m), 3. 14-3. 38 (6H, m), 
4.05-4. 14 (1H, m), 5.21(1H, d, J=11.7Hz), 5.35(1H, d, J=11.7Hz), 6.48-6. 

58 (4H, m), 6. 88-6. 95 (1H, m), 7. 02-7. 12 (4H, m), 7. 24-7. 35 (2H, m) 
[0 0 7 5] 

fat Lxntz (9 8%) o 

E S I/Ma s s : 4 7 2 [M+H+] 

NMR(CDC13) 8 I 1. 95-2. 30(4H, m), 2.35(4H, m), 2. 78-2. 94(1H, m), 2.95 
-3.10UH, m), 3. 10-3.25(1H, m), 3. 40-3. 80(7H, m), 3. 80-3. 95(1H, m), 4.19 
(1H, dd, J =7. 8, 14.1Hz), 4.64(1H, dd, J=4.2, 14.1Hz), 5.16(1H, d, J=12.3 
Hz), 5.44(1H, d, J=12.3Hz), 6. 50-6. 61 (2H, ra), 6. 88-7. 00 (1H, m), 7.05-7.1 
8(2H, m), 7. 30-7. 41 (4H, m), 7.64(2H, d, J=7.8Hz) 
[0 0 7 6] 

mmm 1 3 ) 

(R) -3-^nn-5, ll-ytKn-5- [1 - (4-H'o'JyV7x^ 
*)V) en')y>-2-^;MfiH y^>V [b, e] [1, 4) Or \* 

3-^nn-5, 1 1 - V M Kn y* ( b , e] [1, 4]**^-t:k:> 
<h (R) -3-^on-i - (4 -fcfn yV7x^f;u) tf^i; v L 
^»!I6 trafllOlftf^twJ: <9 (R) -3-^dd-5, ll-yHKn-5 



tBIE# 2003-3082446 



mm 2 0 0 1 - 1 6 1 9 8 8 ^- v : 46/ 

'* * 

- [1- (4-t'n'jyV7x^f;v) t° n 'j v y- 2 ->f ys<yy 
[b, e] Cl, 4] ^^-9-tftf>^^fe^»i: Lxmz (0. 1 8 g, 6 
8%) o 

E S I /M a s s I 4 8 8 [M+ H+] 

NMR(CDC13) £ : 1.50-1. 90 (4H, m), 1. 95-2. 06(4H, m), 2. 20-2. 34 (1H, m), 
2. 50-2. 62 (1H, m), 2. 65-2. 82 (3H, m), 2. 90-3. 10 (1H, m), 3. 16-3. 40 (6H, m), 
4.05-4. 14 (1H, m), 5.22(2H, s), 6.54(2H, d, J=8.7Hz), 6. 75-6. 88 (3H, m), 

6. 96-7. 04 (2H, d, J=8.7Hz), 7. 05-7. 14 (3H, m), 7.18(1H, d, J=8.4Hz) 
[0 0 7 73 

fob Lxntz (9 1 %) o 

E S I /M a s s : 4 8 8 [M+H+] 

NMR(CDC1 3) 8 : 1.95-2. 30 (4H, m), 2.34(4H, m), 2. 78-2. 92 (1H, m), 2.92 

-3.25(2H, m), 3.40-3. 81 (7H, m), 3. 83-3. 99 (1H, m), 4.21(1H, dd, J=6.9, 14 
.1Hz), 4.63(1H, dd, J=6.3, 14.1Hz), 5. 10 (1H, d, J=12.9Hz), 5.36QH, d, J 

=12.9Hz), 6. 85-7. 06 (5H, m), 7. 15 (2H, t, J=8.1Hz), 7.35(2H, d, J=8.7Hz), 
7.62(2H, d, J=8.7Hz) 
[0 0 7 83 

immm 1 4 ) 

(R) -3-?nn-5, 1 l-yHKn-5- [1- (3 -t°n'J y/7x^ 

h'nijy>-2-^;MfiH y^yv* lb, e) [1, 4) 
> • 2tMM$B. 

$mLfzMm^?y<y^ (58m g, 0. 26mmol) , 2 - (v-t-"7 
^■)Vy * 77 4 7) \£7 ^ — (136mg, 0. 4 6 mm o 1 ) . t-^h* 
vtf'J^A (3. 2 3 g , 33. 6mmol) C2- (3-7*D^7x^f^ 
y) t h 7 £ Ko- 2H- > (6. 2 7 g, 2 1. 9mmo 1 ) (D Y )Vx.y 
(1 5ml) mftLtyduWz/ (2. 2m U 26. 4mmol) ZMz.. 7 0 
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&m 2 0 0 1 - 1 6 1 9 8 8 ^- i? : 47/ 

NMR(CDC13) <J ! 1.98-2. 02 (4H, m), 2.82(2H, t, J=7.0Hz), 3.26-3. 30(4H, 
m), 3.86(2H, q, J=7.0Hz), 6. 42-6. 54 (3H, m), 7.17(1H, t, J=8.3Hz) 
[0 0 7 93 

3 - \du yV7x^f;M i/\y~ h 

3-tfn'j yV7x^f;i/7i^-i^y?nn^ (2 0ml) C^)|l 
, OTC-C h 'Jxf^7< > (3. 7m K 2 6. 7mmo 1 ) i:^ >X;V"7^ 
-;P^ni;K (1. 9ml, 2 4. 5mmol) ^Oit-«ffL/:o 

t£> *§M£MJ±@3rL7c 0 l#^^^»^-> 'J *^>* 7 A ^ nv f 75 7 ^ 
-KffrU ^^r^>i:Sa6^^^ (7 13) 4:lK|ttlLto I^47f^y 
a «JET^<SE*f?*-tS 3-k*o'Jy;;7x^f;^yl/- 

h^efeaftfcLtftt.ji^: (5. 13g, 8 7%) 0 
E S I /Ma s s : 2 7 0 [M + H+] 

NMR(CDC13) d : 1.98-2. 03 (4H, m), 2.86(3H, s), 2.98(2H, t, J=7.3Hz), 
3. 25-3. 30 (4H, m), 4.43(2H, t, J=7.3Hz), 6.40-6. 53 (3H, m), 7.16UH, t, J= 
8.7Hz) 
[0 0 8 03 

(R) -3-^nn-i- (3-t'D'j->V7x$f;v) 

4 - fa V yV7x^f;My7 - h<Oftt> >)l:3-tfD'J V J 7x^f)M 

ESI/Mass : 2 9 3 [M+H+] 

NMR(CDC13) 5 : 1.55-1. 70 (2H, m), 1. 78-1. 88(2H, m), 1. 95-2. 03(4H, m), 
2. 10-2. 22 (2H, m), 2.30(1H, t, J=10.5Hz), 2. 60-2. 67 (2H, m), 2. 67-2. 82 (2H 
, m), 3.16(1H, m), 3. 22-3. 30 (4H, m), 4.02(1H, m), 6.40(2H, m), 6.49(1H, 
d, J=7,5Hz), 7.13(1H, t, J=7.5Hz) 

(R) -3-7UD-5, 1 l-ytKD-5- [1 - (3-h c D'jyV7x 
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mm 2 0 0 1 - 1 6 1 9 8 8 ^- V : 48/ 

kfn'Jy>-2-'f;Mf^] y^>v" (b, e] Cl, 4] 

My 

3-^dd-5, 1 1 - vfc Kn y^>v* Cb, e] [1, 4] 
t (R) -3-^nn-i- (3-t'n'JyV7x^f ^) v> L 

T, tratH^SftflPtwJ: ij (R) -3-^on-5, 1 l-ytKD-5 

- [1- (3-k:D'jyV7x^f;l/) fcfn v 2 - >f v^>v* 
[b, e) Cl, 4] t^t-tft°>^ilffe»UT#/: (0. 2 1g, 4 
5%) o 

ESI /Mass : 4 8 8 [M+H+] 

NMR(CDC13) d : 1.50-1. 90 (4H, m), 1. 95-2. 06(4H, m), 2. 24-2. 34(1H, m), 
2.55-2. 70 (1H, m), 2. 70-2. 88(3H, m), 3. 02-3. 15(1H, m), 3. 16-3. 40(6H, m), 
4.02-4. 14 (1H, m), 5.23(2H, s), 6. 40-6. 58(3H, m), 6. 75-6. 88(3H, m), 6.96 

-7.04(2H, m), 7. 10-7. 20 (3H, m) 
[0 0 8 1] 

(R) - 3 nn- 5 , 1 l-ytKn-5- [ 1 - (3 - tfn >; vV 7*. 
tfn«; v>- 2 -J [b, e] Cl, 4] :t^-tf 

• 2 ia^il 

fob LX%tz (8 8%) o 

E S I /M a s s : 4 8 8 [M+H+] 

NMR(CDC13) a I 1.95-2. 30 (4H, m), 2.32(4H, m), 2. 77-2. 90 (1H, m), 3.00 
-3.30(2H, m), 3. 38-3. 78(7H, m), 3. 80-3. 92 (1H, m), 4.21(1H, dd, J=6.6, 14 
.1Hz), 4.64(1H, dd, J=5.7, 14.1Hz), 5. 10(1H, d, J=12.9Hz), 5.33(lH, d, J 
=12.9Hz), 6. 82-7. 08 (5H, m), 7.14(2H, t, J=8.4Hz), 7. 20-7. 30 (1H, m), 7.38 
-7.53C2H, m), 7. 60-7. 70(1H, m) 

[0 0 8 2] 

CHWO 15] 

(R)-3-^nn-5, 1 l-/tKn-5- [1- (4 -^;W*'J 77x^ 
T)V) lfD'Jy>-2-'f^>fA'] y^>V* (b, e) Cl, 4] **-9-t?fcf 
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&m 2 0 0 1 - 1 6 1 9 8 8 ^- v : 49/ 

* 

^'lt L£M^ v-7 A (32. 3rag, 0. 1 4 mm o 1 ) , 2 - (v- t 
-f y ) H"7i-^ (86. 0 m g, 0. 29 mm o 1) , t - 
rh*'>th'J«>A (1. 7 3 g, 1 8mmo 1) C2 - (4-7D*7i^h 
fb7k: Ko-2H-t°7 > (3 . 4 2 g, 12. 0 mm ol) Of ;Vx 
> (9. 0ml) iHK^-t'J > (1. 2 2 g, 1 4mmo 1 ) ZlBz., 7 0 

)v xm tii tfzo ^mm * $tm L4-^^*');7x^f^7i^-i^iitfei 

fotLxntz (2. 3 5g. 9 5%) e 

NMR(CDC13) 8 I2.80(2H, t, J=8.7Hz), 3. 13 (4H, t, J=6.8), 3.78-3.88(6 
H. m), 6.88(2H, d, J=11.7Hz), 7. 14(2H, d, J=11.7Hz) 
[0 0 8 3] 

4 l y * y u— h 

4-^i^'jy7x^f^7;vn-^ (2. 3 5g, 11. 3mmol)£v 
^no^> (20ml) Uv#fi?U 0 tty^f V 7°n fc? ;l/xfjV7 ^ > (2. 
60ml, 14. 8mmo 1) >7.)V7 Jc D >j K ( 1 . 11ml, 

14. 8 mm o 1 ) *Mx.X 4 BtPM# L/c 0 5 %R^tK?I^ h 'J *7 

Wz.^**j-> tWpWt^-f-^ (3 : 1) ?rfflv\ ^v>-c|5]*#£S (111) H^x.T 

<J 7 7x^f;w vl/- M*6fe0#^ LT#^tL7^ (2. 6 0 g. 8 1%) 0 
NMR(CDC13) d I2.86(3H, s), 2.98(211, t, J=9.3Hz), 3.14(4H, m), 3.86( 
4H, m), 4.38(211, t, J=9.3Hz), 6.87(2H, d, J=11.7Hz), 7. 14(2H, d, J=11.7H 

z) 

[0 0 8 4] 

(R) -3-ynn-i - (4- ; eWJ7 7x^f ^) tf^'jv> 
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#IS 2 0 0 1 - 1 6 1 9 8 8 ^- V : 50/ 

(20ml) [Z A )V^r^) )V ^ ]y~ Y (0. 4 

3g, 1 . 5 1 mm o 1 ) t D-7°n >J 7 -)V (0. 1 7 g, 1. 66 mm o 1 
) , mMiJ 'J *yA (0. 4 0 g, 2. 89mmol) ^Mx., 7 0°CX— WStW 

, (R) - 2 -fc Kn^y>f;v- l - (4-m'jy7x^f;y) fc°n<;>? 
>^&flfeB#t LTt#ibti7t: (0. 4 4g, 1. 5mmol, 10 0%) 0 - 
tL^y^un^^> (10ml) Hi£J#U 0 °CT h U xfji/7 ^ > (0. 29 
ml, 2 . 1 mm o 1 ) t J 9 y 7. — )V ? n UK (0. 15mK 1. 9m 

m o i ) zm*.. mux- 1 mmmwLfzo Kfcmmz 5 %&m*mi- v u ^ Ay§ 

(111) ^ffl^Tv§mL^o il^&7^y~ vg fJtJ±T^^£@* 
-f&<!:, (R) -3-^dd-i - (4 -^e;w* V 7 7^*^;!/) kf^'Jv^ 
S'feH'fri: LT|#f> ti/z (0. 3 0g, 6 4%) 0 
ESI/Mass:3 0 9 [M+H+] 

NMR(CDC13) <? : 1.50-1. 86 (4H, m), 2. 10-2. 20(2H, m), 2.28(1H, t, J=7.8 
Hz), 2. 55-2. 64 (2H, m), 2. 65-2. 80 (3H, m), 3. 10-3. 18 (4H, m), 3. 80-3. 88 (4H, 

m), 3. 96-4. 04 (1H, m), 6. 82-6. 88 (2H, m), 7. 10-7. 20 (2H, m) 

[0 0 8 53 

(R) -3-*nn-5, 1 l-ytKn-5- [1- (4-^;v^'J/7x 
\£uWy-2-4 ys<>V [b, e] [1, 4] 

(R) -3-^nn-i- (4-€Wj;7x^) fcf^>; v > £ 3 - ? 
nn-5, 1 1 -vfc: KD^>y [b, e] Cl, 4] *^MHftf>£ffiv*-C 
W6 tra&O&ftKJ: 0, (R) -3-*nn-5, ll-ytKn-5- 
[1- (4-^t'jy7i^f;i/) tfn 'J v>- 2 ->f v^>y [ 

b, e] [1, 4] **-9-trlf >£f#£ 0 V^fe^»Ko JR^4 6 % c 
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#11 2 0 0 1 - 1 6 1 9 8 8 ^- V : 51/ 

E S I /Ma s s I 5 0 4 [M + H+] 

NMR(CDC13) 8 \ 1. 60-1. 95 (4H, m), 2. 22-2. 31 (1H, m), 2. 52-2. 61 (1H, m) 
, 2.69-2.80(3H, m), 2. 98-3. 07 (1H, ra), 3. 01-3. 19(1H, m), 3.15(4H, t, J-5. 
3Hz), 3.35(1H, dd, J=10,3 , 14.7Hz), 3.87(4H, t, J=5.3Hz), 4.03(1H, dd, 
J=4.0, 14.7Hz), 5.2K1H, d, J=13.3Hz), 5.23(1H, d, J=13.3Hz), 6.76-6.90( 
3H, m), 6.88(2H, d, J=9.7Hz), 6. 97-7. 01 (2H, m), 7. 09-7. 19 (2H, m), 7.14(2 
H, d, J=9.7Hz) 
[0 0 8 6] 

mfct Lxntzo a^9 6% 0 

ESI/Mass : 5 0 4 [M+H+] 

NMR(CDC13) 8 I 1.98-2. 33 (4H, m), 2. 83-3. 30(4H, m), 3. 38-3. 70(6H, m), 
3. 87-3. 98 (1H, m), 4. 15-4. 42 (5H, m), 4. 60-4. 70 (1H, m), 5.12(1H, d, J=14. 

0Hz), 5.39(1H, d, J=14.0Hz), 6.84-6.93 (3H, m), 7.04-7. 19 (4H, m), 7.43(2 

H, s), 7.78(2H, s) 
[0 0 8 7] 
CH»J 1 6 ) 

(R)-2-7;W^-n-5, 1 l-ytKn-5- (1- (4-y^f;V7 ^ J 
tfnijy>-3-^;v] ysov [b, e] [1, 4) **-*J-tftf 

y ■ 2 i&mM. 

(R) - 2 -7;i/*n- 5, 1 l-ykKD-5- [1- (4-y7f;v7^ 
^x|f^) tf n <; yy- 3 -A )V] v^>v*(b, e] [1, 4) jj-*-9"t* 

T)l=f>%WtT, 6 0 h V ? A (lOOmg, 2. 5mmol) £ 

^^■9->-Ci5fe*Lfc^ K (8ml) KJKSLfco Ifit3 

OfrWaH$Lfc&, 2--7;u^-n-5, 1 1 - V Kn V C b , e] [1 
, 4] (5 3 8mg, 2. 5mmol) ^ii, Ifit3 0m 

?5>i:5 Ot;"TM 0 3frBHf#Lfco (S) -1- (4-y7f^7^ 

y-7^^-^;l/) - 3 — * 9 VTstol t^t + y fcfn 'j (3 12mg. 1. 
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mm 2 0 0 1 - 1 6 1 9 8 8 ^- v : 52/ 

Ommo U Hl^lfltf£0 0 4 0 5 7 OA 1 -^fSi<<7>?j& \Z X »)W Oy^f 
;l/X;w*^> K (3ml) ii^iTLt, 5 0°C-C1 3BtfM#L£ 0 KfctiZ 

ftJH^-^tlf^-*-^^ (3 : 1) £fflv\ ov^^Jr+h>«hI^g|i^^ (1 
: l) lc^x.rr#ffiL/zo ii4-77^y 3 >m SfcJEETr 

(R) — 2— "7;i/^n— 5, 1 l-y'tKn-5- [1- (4-yVf^7 
^7x^fiV) fcfn v>- 3 ->f;l/| y^>7* [b, e] [1, 4] it**t 
-tft°>^^fe^|»^ LX&btitz (1 4 Omg, 3 2%) 0 
E S I /Ma s s ! 4 3 2 [M+H+] 

NMR(CDC13) d : 1.74-1. 84 (1H, m), 2. 22-2. 34 (1H, m), 2. 37-2. 47 (1H, m) 
, 2. 48-2. 71 (5H, m), 2. 75-2. 85 (1H, m), 2.90(6H, s), 3.18QH, dd, J=7. 7, 1 
0.7Hz), 4.60-4.70(lH, m), 5. 25-5. 40(2H, bs), 6. 37-6. 49 (3H, m), 6.72-6.87 
(5H, m), 6. 95-7. 24 (3H, m), 
[0 0 8 8] 

(R) - 2 -7)],*u- 5, 1 l-y'HKD-5- [1- (4 -y^f;i/7 5 
^7x^f;l/) kfni; y^>V [b, e] [1, 4] **-tf-*f 

tf > • 2 ll^ia 

(R) - 2-7)l>*u- 5, 1 l-y'tKD-5- [ 1 - (4 -y^f;l/7 5 
7 7x^fjV) tfn v>- 3 ->T/U] v^^V Cb, e] [1, 4] it *W 
tf > (HOrng) <Di/?uu * f > (5ml) jgFffitl 4 Mia^/I^-X-^-^ 1 
. OmlBOx., l«*W*#Lfc|fe, iI^?«*L, 

a^L-CH-ft^Hir, a8« Hi ^f£ft^«?&ftfeEK$t LTf#£ (14 5mg 
, 9 0 %) o 

E S I/Ma s s : 4 3 2 [M+H+] 

N M R (CD 3 OD) d \ 1.90-2. 08 (1H, m), 2. 10-2. 30 (1H, m), 2. 38-2. 53 (1H, m) 
, 2.60-2. 73 (1H, m), 3.14(2H, t, J=8.0Hz), 3.26(6H, s), 3.49(2H, t, J=8.0 
Hz), 3. 60-3. 82 (2H, m), 4. 03-4. 14 (1H, m), 4. 95-5. 03 (1H, m), 5. 06-5. 15 (1H, 
m), 6. 73-6. 92 (3H, m), 7. 03-7. 26 (4H, m), 7. 47-7. 59 (4H, ra) 
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&m 2 0 0 1 - 1 6 1 9 8 8 ^- v : 53/ 

i 

[0 0 8 9] 

tmmm id 

(R) - 3 -7)l>*u- 5, 1 l-/tKo-5- [ 1 - (4 - iS*<f-)VT < J 
7x^f^) tfn'j v>-3 --T^] V^Z/V [b, e] [1, 4] **-»J-tffcr 
> • 2 iaStia 

2-7;u^-n-5, 1 l-ytKny^>>/ (b, e] [1, 4] 
><DiXt>*)K3--7)V*U-S, H-yHKny^>y (b, e ) [1, 4] 
r t°>£ffl^-rflM#iJ 1 6 fcratHO»ftHJ: i), (R) -3-7;i/:*n- 
5, 1 l-VtKn-5- [1- (4-v7f;i/7^/7x^f;v) t°n»;v> 
-3-4^] y^^V [b, e) [1, 4] *4MMflf>«:f#fco ifc*tfeB#o 
JR^4 0%o 

E S I /Ma s s : 4 3 2 [M+H+] 

NMR(CDC13) (J ! 1.73-1. 84 (1H, m), 2. 21-2. 30 (1H, ra), 2.41-2.48(1H, m), 
2. 50-2. 71 (5H, m), 2. 75-2. 82 (1H, m), 2.90(6H, s), 3.18(1H, dd, J-7.7, 10 

.7Hz), 5.28(1H, d, J=12.0Hz), 5.40(1H, d, J=12.0Hz), 6.48-6. 54(1H, m), 6 

.63-6. 72 (4H, m), 7.01-7. 12 (4H, m), 7. 25-7. 34 (2H, m) 
[0 0 9 0] 

&mwt Lxntzo W9 2 % 0 

E S I /Ma s s : 4 3 2 [M + H+] 

N M R (CD 3 0D) d '. 1. 90-2. 07 (1H, m), 2. 14-2. 27 (1H, m), 2.42-2. 52 (1H, m) 
, 2. 63-2. 77 (1H, m), 3.15(2H, t, J=9.0Hz), 3.26(6H, s), 3.49(2H, t, J=9.0 
Hz), 3. 64-3. 82 (2H, m), 4. 07-4. 16 (1H, m), 4. 97-5. 06 (1H, m), 5. 10-5. 18 (1H, 

m), 6. 72-6. 94 (4H, m), 7. 00-7. 09 (2H, m), 7. 43-7. 65 (5H, m) 

[0 0 9 1] 

tmnm 1 8] 

(R)-3-^nn-5, ll-ykKn-5- [1- (4-y>f;l/7 

tfn <j v>- 3 ->f v^>y* (b, e ] [1, 4] **W\£> 

• 2t&mm. 
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m% 2 0 0 1 - 1 6 1 9 8 8 ^- is I 54/ 

3_ 7 ;l,^-n-5, 1 1-yt Kny^/V [b, e ] [ 1 , 4 ] it ^f-fr-tr tf 
XDiXfot) IZ3 -?uu- 5, 1 1-yt Kny^>v* (b, e] [1, 4 ] * 
^-^-tf ^>4-fflu^r^»i| 1 6 tlsJ^OjslfMcJ: 19, (R) -3 nn- 5, 
1 l-ytKo-5- [1- (4-->7fJV7^7x^fil') tfn»;v>-3 

-'f^] ^>y(b, e] ci, 4] ^^^\£>^wz 0 im&mvm'g.o 

9 %o 

ESI/Mass : 4 4 8 [M+H+] 

NMR(CDC13) 8 I 1.74-1. 84 (1H, m), 2. 22-2. 34(1H, m), 2. 37-2.47(lH, m), 
2. 48-2. 71 (5H, m), 2. 75-2. 85 (1H, m), 2.90(6H, s), 3. 18 (1H, dd, J=7.7, 10 

.7Hz), 4.60-4.70(lH, m), 5. 25-5. 40(2H, bs), 6.68(2H, d, J=9.7Hz), 6.71-6 

.88(4H, m), 6.92-7. 10 (3H, m) 7.04(2H, d, J=9.7Hz) 
[0 0 9 2J 

mfot Lxntz 0 nm9 o% 0 

E S I /Ma s s : 4 4 8 [M+H+] 

N M R (CD 3 0D) d : 1.86-2.08(1H, m), 2. 10-2. 27(1H, m), 2. 40-2. 53(1H, m) 
, 2. 60-2. 74 (1H, m), 3.12(2H, t, J=9.0Hz), 3.27(6H, s), 3.50(2H, t, J=9.0 
Hz), 3. 64-3. 84 (2H, in), 4. 06-4. 16 (1H, m), 5. 00-5. 08 (1H, m), 5. 10-5. 19 (1H, 

m), 6. 73-7. 07 (4H, m), 7. 17-7. 42 (3H, m), 7. 47-7. 67 (4H, m) 

[0 0 9 3] 

immm 1 9 ] 

(R) -3-7 - 5, 1 l-ytKn-5- [1- (3-fn>Jy77x 

^^f-)V) tfn 'J >?>- 3 -A *Js<>*S Cb, e) [1, 4] ^-9"tft°> • 

(S) - 3 9 y7,)V7*=-)Vjr**y- 1 - (3 — tf n 'J y'y 7x^fil/) 

3 -tfn'J yV 7x^fiM *>5- h (1. 8 0 g, 4. 0 0 mm o 1 ) , ( 
S ) -3-t:o'J ->V- )Vi°BM ( 0 . 5 0g, 4. 0 5mmo 1) , r!*'J 
7A (1. 7 0 g, 12. 3mmol) SrT-bh-h'J^ (20ml) CiOx.^ 
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<WM 2 0 0 1 - 1 6 1 9 8 8 ^- v I 55/ 

» • 
i 

i o or-ei 2mmmwLtio k^£mj±@*lt^ frtrnm^?- 

S) -3-tKn^ry-l- (3-k"D'Jy7 7x^fjl/) t'D'Jy'v^ffe 
0#fc LT5£*WKf»t>*ifc 0 :n^y^no^> (10ml) H?§J&U 0 
"C-Ch 'Jifil'T; > (0. 7 6m K 5. 49mmol) fc* 
^D'JK (0. 39ml, 5. 03mmol) £jjPx.T— B&)t# Lfc 0 
* 5 %^tK#^- h * AtK^S t-^nn^n K#HB L fc 0 W«S 

KffrU ?nn^i>^-^ (9 5!5) £fflv*-Ci§W L£ 0 il^k?^ 
IETi:i§I^it^i, (R) -3-^^>^^7t-^ 
(3-t:'n>jyV7x^f^) ^D'jy'>TOMWatH 
fcfifc ( 1 . 3 0 g, 9 6%) o 
E S I /Ma s s : 3 3 9 [M+H+] 

NMR(CDC13) 5 :i.99(4H, m), 2. 03-2. 15(1H, m), 2. 25-2. 38 (1H, m), 2.44 
-2.54(1H, m), 2.70-2.80(4H, m), 2. 80-3. 02(3H, m), 3.02(3H, s), 3.23-3.30 
(4H, m), 5.23(1H, m), 6.42(2H, m), 6.50(1H, d, J=7.5Hz), 7. 14(1H, t, J=7 
.5Hz) 
[0 0 9 4J 

(R) - 3 --7)\,lru- 5, 1 l-ytKn-5- [1- (3 - tfn'j yV7 
tfn»; v>-3--r;w] y^>v'(b, e] [1, 4] **-9--fc*fcf> 
T)Vn*y%ffi.T, 6 0%*tltt F'J7A (88mg, 2. 2 mm o 1 ) £^ 
^-9->-e-f5fe^-LT, y^fWHJfyK (10ml) KJRjSfL, ^30^ 
IBJ«#Lfcffe, 3 -7;W:*n- 5, 1 l-ytKoy^>V (b, e] [1, 4 
) **^-tffcf> (0. 4 3g, 2. Ommo 1) fcijnx., £fflt? 3 0 #ffl*# L 
fc„ 5 0tt'Ii:3 Ofl-WftffL^ (S) -3-^^>^^7* 

-^t^ry-1- (3-t:o'JyV7x^^) tfn'Jv> (0. 3 4 g, 1. 
Ommo 1) (Oy7f;VX;^^yK (4ml) il^iTLt, 7 0^721^ 
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&m 2001-161988 ^- y : 56/ 

U ^^^>i:^g|^^^ (1:1) £ffi^T*§mL£o ®^ £ 7 7 ? v 3 > £ 
*a6, ^j±T^v«4-@*i-^>^, (R) _3_-7;i^ n -5, 1 1-ytKn 
-5- [1- (3 -fcf n <J yy -7^^^;u) t; d >; v > - 3 - 4 ;u] y^>V ( 

b, e ] [1, 4] **^^\iymm&mwfotLxnhntz (o. i9 g , 

4 2%) o 

E S I /M a s s : 4 5 8 [M + H+] 

NMR(CDC13) d ! 1.68-1. 84 (1H, m), 1.90-1. 99(4H, m), 2. 22-2. 36 (1H, m), 
2.40-2.48(lH, m), 2. 50-2. 76(5H, m), 2. 76-2. 86 (1H, m), 3. 16-3. 28(5H, m), 
4.64(1H, m), 5.36(2H, m), 6. 37-6. 49(3H, m), 6. 72-6. 87(5H, m), 6.95(1H, 

d, J=6.6Hz), 7.12-7.28(1H, t, J=7.5Hz), 7.28(1H, d, J=6.6Hz) 
[0 0 9 5] 

mfct Lxntz (6 9%) o 

N M R (CD 3 0D) 8 I 1.90-2. 08 (1H, m), 2. 10-2. 30(5H, m), 2. 35-2. 55 (1H, m 
), 2.60-2.78 (2H, m), 3. 12 (2H, t, J=8.1Hz), 3. 30-3. 48 (1H, m), 3.53(1H, t 
, J=8.1Hz), 3. 60-3. 83 (6H, m), 4. 95-5. 15 (2H, m), 6. 70-7. 10 (6H, m), 7.25-7 
.53(5H, m) 
[0 0 9 6] 

iMtm 2 0 ] 

(R) -3-?nn-5, 1 l-y'HFo-5- [1- ( 3 - M n y V y - \ - 
4)V7jl^)V) tfn'j Vy-3-4)\s~\ ->'^>y Cb, e] Cl, 4] 
-tf vf y • 2 tiLWUM. 

3-^dd-5, 1 1 -yt Kny^>'/ [b, e] Cl, 4 ] * * -9-tf fcf > 
£ (R) - 3 - ^f^;^-jv- 1 - (3-tfn'jy>-i->f;i'7x 
) fcfnn; yV^ffflLt, Hi 1 9 J: ij (R) -3-^nn- 

5, 1 l-ykKn-5- [1- (3 -fcfn'j l -^l/7x^f;i/) n°n 

'Jy>-3-^^ y^>V [b, e) Cl, 4] **-9--tf e>*^Hfe^!ft 
£ LTf#fc (0. 2 0 g, 4 3%) 0 



tHIE#2 003-3082446 



2 0 0 1 - 1 6 1 9 8 8 ^- v : 57/ 

ESI/Mass: 4 7 4 [M+H+] 

NMR(CDC13) a : 1.63-1. 80 (1H, m), 1. 92-2.00(4H, m), 2.22-2.36(lH, m), 
2. 40-2. 48 (1H, m), 2. 52-2. 75 (5H, m), 2. 75-2. 86 (1H, m), 3.15-3.30 (5H, ra) 
, 4. 60-4. 70 (1H, m), 5.38(2H, brs), 6. 37-6. 49 (3H, m), 6. 72-6. 80 (3H, m), 6 
.95(1H, dd, J=1.8, 7.8Hz), 7.04-7. 14(3H, m), 7.24(1H, d, J=7.8Hz) 
[0 0 9 7] 

mi¥t LT'&tz (9 3%) o 

E S I /Ma s s ! 4 7 4 [M+H+] 

N M R (CD 3 0D) S : 1.90-2. 10 (1H, m), 2. 13-2. 32(5H, ra), 2. 37-2. 55(1H, m), 
2.60-2.78 (2H, m), 3.10(2H, t, J=7.8Hz), 3. 30-3. 45 (1H, m), 3.53UH, t, 

J=7.8Hz), 3. 58-3. 81 (5H, m), 4. 00-4. 12 (1H, m), 4. 95-5. 18 (2H, m), 6.70-7.1 

0(4H, m), 7. 16-7. 50 (7H, m) 
[0 0 9 8] 

mmm 2 1 ] 

(R) -5, ll-ytKo-5- [1- (3-t'D'Jy77x^l/) tfnU 
2 ->f i/^>v* [b, e] [1,4] ■ 2mm. 

3 — tf o 'J yV7x^f^7^n-J^ 3-k 1 a'JyV7x^f^>yl/-F 

w\ Hi&tffli 4-e#/c^o^fflv^^ 0 

[0 0 9 9] 

(R) -5, 1 l-yHKn-5- [1- (3 -t°n -J yV 7x^f ^ fefn 
>; 2 ->f^^f-;w] y^>v* (b, e] [1, 4] ***y**\£y 

T-fc h— h >; ;v (2 0ml) 4^1, (R) - 5, 11 -yt Kd-5- (2 - 
Mu*)Vfr*^)\/) y^>y' (b, e] [1, 4] (2 4 0mg, 

0 . 8 5 mm o U SR^IHS 9 9 1 2 9 2 5 A 1 -iMBttO^ftfc «t «9 im) , 
3-kTn«J vV 7x^f;Myl/- h (2 5 3 mg. 0. 9 4 mm o 1) , mM 
tF'J7A (106mg, 1. Ommo 1 ) > MJ ^ A (lOmg, 0 

. 0 7mmol) ZMz.. 90 ICC 6. 5 ftfflftlffyHfE Lfcffe, msrnzmm* 
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mm 2 0 0 1 - 1 6 1 9 8 8 ^- v : 58/ 

» * . 

* ~> * a » * rnrnr us* l £ d <b titzmtswz -> »; * r ^ * 

5 : 1) ^>tA*t>i:ftSif^ (2 : 1) tc^^Tvtm L/Co 3 

I4'77^ya>m ftffTM^it^i, (R) -5, 11-yt: 
Kn-5- [1- (3-t:o'JyV7x^) t'D'Jyy-2-^Mf ^] 

Cb, e] [1, 4) **^e>«frfe^%«£ Lmhfitz ( 
2 0 8rag, 5 4%) 0 
ESI/Mass! 4 5 4 [M+H+] 

NMR(CDC13) d ! 1.65-1. 88 (4H, m), 1. 99-2. 05(4H, m), 2. 23-2. 32 (1H, m), 
2. 55-2. 64 (1H, m), 2. 71-2. 84 (3H, m), 3.06-3. 16 (1H, m), 3. 19-3. 24 (1H, m), 
3.28-3.32(4H, m), 3.37(1H, dd, J=11.0, 14.3Hz), 4.15(1H, dd, J=4.0, 14. 

3Hz), 5.22(1H, d, J=13.0Hz), 5.34(1H, d, J=13.0Hz), 6. 44-6. 55 (3H, m), 6. 

75-6. 83 (3H, m), 7. 00-7. 20 (4H, m), 7. 26-7. 32 (2H, m) 
[0 10 0] 

(R) -5, 1 l-ytKn-5- [1- (3-tfn')yV7x^f^) fcfn'j 
2 -A fr**)l<] i?s<>V Cb, e] Cl, 4] H°> • 2 

(R) -5, 1 l-yhKn-5- [1- (3-tfn'JyV7x^f ;i^) fcfn 
';^>-2--f >^>y* [b, e] [1, 4) pJ- ^-tr fcf > (2 0 8 

mg) <7)v^nn^^> (2ml) i$C2MWy^^-fJl'2. 0m 

(2 2 0rag« 9 1%) o 
E S I /Ma s s : 4 5 4 [M+H+] 

NMR(CDC13) (5 : 1.90-2. 42 (8H, m), 2. 98-3. 30(3H, m), 3. 40-3. 90(8H, m) 
, 4. 18-4. 35 (1H, m), 4. 62-4. 76 (1H, m), 5.14(1H, d, J=13.0Hz), 5.30(1H, d, 

J=13.0Hz), 6. 78-6. 94 (3H, m), 6. 97-7. 16 (3H, m), 7. 20-7. 40(4H, m), 7.45(1 
H, s), 7.59QH, s) 

[0101] 

mmm 2 2 ] 
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mm 2 0 0 1 - 1 6 1 9 8 8 ^- V : 59/ 

* 

(R) -5, 1 l-ytKn-5- [1- (4-t , oijyV7x^f^) t°n >j 
v>-3-^] y^>V (b, e] [1, 4] * *W \dy ■ 2 
4 -bfn 'J >>v 7x^f^r^3-;H: 4 - k?n y v 7x7«f;M vW- h 

[0 10 2] 

(S) -3-tFn^fy-l- (4-lfD'JyV7x^f-jP) ifD'jyy 

MJ;V (2 0 0ml) tc 4 - fcfn >; ~>V 7 j. ;N^-;u^ > l^- h (13 
. 4 5 g, 5 0. Ommo 1 ) t (S) -3 -tfn 'J vV-;H^ll (5. 5 6 
g, 45. Ommol) , mB.il 'J ^ A (18. 6 3 g , 135mmol) 
x., 9 0tf3HWft^L/;o ^Pf&^i® U «£^ffiTT«§i£@* U ?# 

E.TKmm*®£-tZt. (S) -3-tKD + y-l- (4-(in>JyV7x 
kfni; y>^HfeHfrt LX'&htitz (6. 3 0 g, 5 2%) 0 

NMR(CDC13) ^ : 1.74-1. 84 (1H, m), 1. 96-2. 04(4H, m), 2. 15-2. 25(1H, m), 
2.34-2.43(lH, m), 2. 55-2. 63 (1H, m), 2. 65-2. 80(5H, m), 2. 92-3. 03 (1H, m), 
3. 23-3. 28 (4H, m), 4. 33-4. 40 (1H, m), 6.5l(2H, d, J=9.3Hz), 7.06(2H, d, J 

=9. 3Hz) 
[0103] 

(S) - 3 -* 9 y^fry it— )V**c is- 1 - (4-k°n'jyV7x^f;v) 

(S) -3-UKn^y-i- (4-t°n'jyV7x^f;l/) lfD'jy> (6 
. 3 0 g, 2 3. 4mmol) Srv^OD^^y 1 0 Om lUJgjJf U Ott'y 
>f V7°D k?;va^;UT 5 > (5. 28ml, 30. Omm o 1 ) ^ * >7s)V7 
t^^DU K (2. 34ml, 3 0. Ommo 1) ^J)Dit 4Bff B »Lf: 0 

7 s J*uu* 9 y t * 9 J-fr ( 1 0 : 1 ) fcffin-caSFfcb Lfco ifi 

i477^y3>S:i^ «ffiT»:afjftS:S*tat, (S) -3-^*>*;i/ 
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mm 2 0 0 1 - 1 6 1 9 8 8 ^- V : 60/ 

* • • 

« 

-7* =.)v**=s- i - (4-tfn'jyV7x^f;v) 'j 
<hLT#^tL^ (7. 50g, 4 9%) o 
E S I/Ma s s : 3 3 9 [M+H+] 

NMR(CDC13) S : 1.96-2. 00 (4H, m), 2. 04-2. 16(1H, m), 2. 27-2. 38(1H, m), 
2. 44-2. 52 (1H, m), 2. 65-2. 74 (4H, m), 2. 82-2. 98 (3H, m), 3.02(3H, s), 3.23 
-3.28(4H, m), 5. 19-5. 27 (1H, m), 6.50(2H, d, J=9.3Hz), 7.05(2H, d, J=9.3H 

z) 

[0 10 43 

(R) -5, 1 l-y'tKn-5- [1- (4-K*n'jy7 7x^) h°n 
'Jy>-3-^^) y^>7" [b, e] [1, 4 ] ***fM\Zy • 2 ig^il 
7;^>^IT, 6 0%?KIHfc^ h V (132mg, 3. 3 mm o 1 ) * 
> L y^f K (10ml) KMM L , ISt 3 

0#HI*#Lfc|fe, 5, 1 1-ytKoy^yy* (b, e) [1, 4] **-^-tf 
tf> (6 0 0mg, 3. Ommo 1) SrJUx., 3 0 #IB!«#Lfco 5 0 °C 

t?3 0^ima^L^ (S) -3-^^>^;i/7*-;p^ + y-i 

- (4-k*n'JyV7x^) k?n<jv> (3 4 0mg, 1. Ommol)<0 
y^fHH^y K (5m 1) II^iTlt, 5 0 o CC4 2H#K**$Lrt:o 

fcg^gfe^^^ (3 : 1) Srffl^r^tBLfco at^fc?^ va >*H*!>, *ffiT 

(R) -5, 1 1-yt Kn-5- [1- (4-tfn'jv 
/7jl**-;i0 tfn'J v>-3->f y^>7* (b, e] [1, 4] **-!Hf 
kf>7& f ^*ffe^»fc LXnhtltz (1 4 2mg, 3 2%) 0 
NMR(CDC13) £ ! 1.72-1. 84 (1H, m), 1.96-2.04(4H, m), 2.22-2. 41 (2H, m), 

2. 49-2. 71 (5H, m), 2. 80-2. 89 (1H, m), 3. 22-3. 27 (5H, m), 4. 67-4. 74 (1H, m), 

5. 30-5. 50 (2H, b), 6.48(2H, d, J=9.7Hz), 6. 72-6. 82 (3H, m), 6. 95-7. 13 (3H, 

m), 7.02(2H, d, J =9. 7Hz), 7. 26-7. 33 (2H, m) 

[0 10 5] 

£*l£Hifc«2 1 ^ii:2M£|/yxf;Px-f)K«L, mtttte® 
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2 0 0 1 - 1 6 1 9 8 8 ^- v : 61/ 

*»feH#fc LTftfc (8 3%) o 
E S I /Ma s s : 4 4 0 [M+H+] 

N M R (CD 3 0D) a : 1.90-2. 08 (1H, m), 2. 10-2. 30(5H, m), 2.35-2. 55(1H, m), 
2.60-2.78 (2H, m), 3.08(2H, t, J=10.0Hz), 3. 23-3. 38 (1H, m), 3.47(1H, t, 
J=10.0Hz), 3. 60-3. 83 (5H, m), 4.02-4. 11 (1H, m), 4. 99-5. 08 (1H, m), 5.10-5 

.18(1H, m), 6. 72-7. 04 (4H, m), 7. 15-7. 24 (2H, m), 7. 36-7. 44 (6H, m) 
[0 10 6] 

mmm 2 3 ] 

(R) -5, ll-ytKn-5- [1- ( 3 - tf n »j VJ ~7 x. ^-f-iU) tfn'J 
i?>-3-4fr] [b, e] [1, 4] *3f-*J"fcf tf> • 2 tt&ffi 

(S) -3-kKn^rv-i- (3-t?D'JyV7x^f^) tfn<jy> 

(20ml) KHi&M 2 1 T£l£Lfc 3 - b°n >; yV 7xif 
iM-/l/-h (1. 8 0 g, 4. 0 Ommo 1 ) t (S) - 3 - tf D 'j vV 

(0. 50g, 4. 05mmol) , mki] V V A ( 1 . 7 0 g , 12. 
3mmol) SrJJDx., 1 0 0 ICC 1 2 B#H84f# Lfc„ T-fc h - h ;i/£«EET-C 

mfg^lr&t, (S) -3-kKn^y-i- (3-t'D'JyV7x^f;v) 

t°n i; i?>-t)mM&mfct Lxnbtitz ( 1 . o 4 g> 1 0 0 %) 0 

NMR(CDC13) 5 ! 1.68-1. 80 (1H, m), 1. 91-2. 02(4H, m), 2. 13-2. 25(1H, m), 
2. 30-2. 40 (1H, m), 2. 55-2. 63 (1H, m), 2. 67-2. 80 (5H, m), 2.89-2. 98 (1H, m), 
3. 15-3. 25 (4H, m), 4. 28-4. 39 (1H, m), 6. 39-6. 42 (2H, m), 6.50(1H, d, J=8.0 

Hz), 7.13QH, t, J=8.0Hz) 
[0 10 73 

(S) - 3 9 >7s)Vy *-)i>**Z/- 1 - (3-(fn'JyV7x^f^) 
tf d >; v> 

(S) -3-tFo^fy-l - (3-tfn>jyV7x^f;v) h°n'jy> (1 
. 0 4 g , 4 . 0 0 mm ol) £ v y" n n ^ ? > (10ml) Higflf U 0 "CC 
h Vx.^-)VT^ y (0. 76ml, 5. 4 9 mm o 1 ) t^^>^^t-^^n 
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mm 2 0 0 1 - 1 6 1 9 8 8 ^- V : 62/ 

5>f K (0. 39ml, 5. 03mmol) SrSnx.T— Kfe«#L7to RlS^S: 

ffrU ^nn-tWh^y-Jl/ (9 5 I 5) v>Ti§£B Lfc Q ifi^&^y- 
va «ffiTK&«fcS*1-*£, (S) -3-^^>X^7*-/l/t 

* ~> - 1 - (3-t°n>jy7 7x^f^) fc? n 'J v > ^3lfettM» tLX%h 
fitz ( 1 . 3 0 g, 9 6%) o 
ES I /Ma s s : 3 3 9 [M+H+] 

NMR(CDC13) <5 : 1.96-2. 02 (4H, m), 2.03-2. 15(1H, m), 2. 25-2. 38 (1H, m), 
2. 44-2. 54 (1H, m), 2. 70-2. 80 (4H, m), 2. 80-3. 02 (3H, m), 3.02(3H, s), 3.23 

-3.30(4H, m), 5. 20-5. 28 (1H, m), 6.42(2H, m), 6.50(1H, d, J=7.5Hz), 7.14( 

1H, t, J=7.5Hz) 
[0 10 8] 

(R) -5, ll-ytKn-5- [1- (3-k?n'jyV7x^) kfn'j 
v>-3--OlO y^>-/ [b, e] Cl, 4] **-7--t: fcf> • 2 

T^n^^vtT, 6 0%7KSfbf- h } ) "7 A (132mg, 3. 3 mm o 1 ) £ 
^*"9->-Cfl:i£Lrt:&, y^fH;V*^vF (10ml) IZMML, ISt 3 
0#Wtt#Lfc&, 5, 1 l-ytKnyX>'/ (b, e] [1, 4]***Hf 
(6 0 0mg, 3. Ommol) ££P;L, MUX 3 0 Lfco 5 0°C 

-C3 O^Wffit^LTt:^ iO&fKK (S) -3-*?>7,)\<~7Jt=-)Vir**s-\ 
- (4-t 1 n'Jy7 7x^fjl/) k?n»;v> (3 4 0mg, 1. Ommol) <D 
y7fM;P^yF (5ml) itlriTLt, 5 0 0 Ce 4 2 H#WJft# Lfco 

him.^^ (3 : i) Lfc 0 n^777y3>*i^ «jet 

K8F*E£S*t-<&fc, (R) -5, 1 l-y^Ko-5- [1- (3-t 0 nijy 
^7x^f;v) l;n'jyy-3-^;v] y^>^/ (b, e] Cl, 4) 
\£ym&n&mWmiiLX%hiltz (2 2 5 mg, 5 1%) 0 
ESI/Mass : 4 4 0 [M+H+] 
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#11 2 0 0 1 - 1 6 1 9 8 8 ^- v : 63/ 

l Q t 

« 

NMR(CDC13) # : 1.74-1. 84 (1H, m), 1. 95-2. 00(4H, m), 2. 23-2. 34(1H, m), 
2. 34-2. 43 (1H, m), 2.49-2. 57 (1H, m), 2. 61-2. 76 (5H, m), 2. 81-2. 88 (1H, m), 
3.23-3.29(4H, m), 4. 67-4. 76(1H, m), 5. 30-5. 50(2H, bs), 6. 34-6.48(3H, m) 

, 6. 71-6. 85 (3H, m), 6. 94-6. 97 (1H, m), 7.04-7. 16 (3H, m), 7. 25-7. 32 (2H, m) 
[0 1 0 9 J 

znzmmm2 1 tmm^2Mi&m/is^^*.-r->i<^mm.L, mmt^ 
zm&mfct Lxntz (7 8%) 0 

E S I /M a s s : 4 4 0 [M+ H+] 

N M R (CD 3 0D) S : 1.90-2. 08(1H, m), 2. 10-2. 30(5H, m), 2. 35-2. 55 (1H, m), 
2.60-2.78 (1H, m), 3.10(2H, t, J=10.0Hz), 3.25-3.40(lH, m), 3.25(2H, t, 
J=10.0Hz), 3. 60-3. 80 (5H, m), 4. 03-4. 12 (1H, m), 4. 99-5. 09 (1H, m), 5.11-5 

.19(1H, m), 6. 70-7. 04 (5H, m), 7. 14-7. 47 (7H, m) 
[0 1103 

2 4] 

5, 1 l-y'HKn-5- ( 2 - [N - * V-fr- N - (3-lfn'JyV7x^f 
)V) T^y] xf^/) V^yV [b, e] [1, 4) . 2 iMMiA 

T-fe h- h V )V (2 0ml) 5, 1 1 - v t Kn - 5 - C 2 - (N-* 

J-)UT<J) y^>V (b, e] [1, 4] *^+h-b?b°> (2 5 4mg 

, 1 . 0 0 mm o K SB^ttSS 0040570A1 m^M^m~ «t «9 
, 3 - en 'J yV7x^f;My^- h (2 9 6 mg, 1 . 10 mm o 1 ) „ m. 
Mi- *A (1 3 8mg> 1. 3 Ommo 1 ) , 3 -Mb^ h 'J (20mg 
, 0. 13mmo 1) ££nx., 9 0°CT6. 5 B#ffiiD&i5ift Lfc&, «JEETU» 

(10: 1) £ffiv\ ^T*^*-if ><hf1^.x?-;u (3:1) C^x.T*#tB Lfc 
o SS^fc^^va iffiTCi#l^^*t^t, 5, 11-ytKn 

-5 - [2- [N-^i^-N- (3-t?D'JyV7x^f;V) T ^ / ) xfA' 
) y^>7* [b, e] [1, 4] ^^-»J-lfe>^J|fe^!»«t LtUt)^: 
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mm 2 0 0 1 - 1 6 1 9 8 8 ^- v : 64/ 

(331mg, 7 8%) o 
E S I/Ma s s : 4 2 8 [M+H+] 

NMR(CDC13) d : 1.96-2. 00 (4H, m), 2.32(3H, s), 2.61(4H, s), 2.66(2H, 
t, J=8.0Hz), 3. 23-3. 27 (4H, m), 3.90(2H, t, J=8.0Hz), 5.29(2H, s), 6.32-6 
.44(3H, m), 6. 77-6. 84 (3H, m), 7. 00-7. 14 (4H, m), 7. 25-7. 32 (2H, m) 
[0 111] 

^nzmm2 1 ^ii:2MWyxfji/i-t^«L, mmit&m 
zn&mwt Lxntz (8 1%) o 

E S I /Ma s s : 4 2 8 [M+H+] 

NMR(CDC13) 8 \ 2. 28-2. 40(4H, m), 2.85(3H, d, J=4.3Hz), 3. 10-3. 48(6H, 
m), 3. 55-3. 74 (4H, m), 4. 23-4. 35 (1H, m), 4. 40-4. 52 (1H, m), 5.23QH, d, J 
=14. 3Hz), 5.25(1H, d, J=14.3Hz), 6. 82-6. 93 (3H, m), 7. 06-7. 11 (2H, m), 7.1 
8(1H, d, J=8.7Hz), 7.24-7. 44(4H, m), 7.53(1H, d, J=8.7Hz), 7.78(1H, m) 
[0 112] 

1 ) 

Tifi^%*#s^^oTrs^L, fm-r&ztizx li^^ms om g 

HM#!l8 <Oft^ 5 Omg 

?Lft 2 0 Omg 

|* H H H -t;i/n-^ 4 Omg 

XfT'J 5mg 
[0 113] 

2 ] 

»J8(?)Mf 5 Omg 

9 Omg 

F^^ony» 6 Omg 

3 Omg 
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2 0 0 1 - 1 6 1 9 8 8 ^- V : 65/ 

■ 

Xr7') >|7nv^A 1 Omg 

[0 1 14] 

mmm 1 ] in vi t™ * ^ -> •> a ^ ^ ^js^e dfiLW) 

Cr j :CDltt77h (8iSi$~ 1 2mm) «|1«HJU tb-^rA. 
l»*f«L/io ^ifat^^^X (Ht9 5%, rmfm^5%) £il 
fvL7c3 7°C<o?-f n- vm^^f£MLtz 0 JfiLt^^^fbi. h^x-r^- 

n- Kl^f,* 'J ^A-^-f n - Kjg[ (9 4. 6mM<7)N aCK 4 5 
. 0mM<7)KC 1 , 1. 8mM<9C aC l2> 1. 0 4mMOMg C 1 2> 0. 4mM<ON a 
H 2 P0 4 , 1 1. 9mM<7)N a HC O3, 5 . 5 5mM<DJf)Vzi -X) trei&1-.5> ^ <b 
l*z£t)MmmtfZo mmt^<D^ij ^AiRliPPfiflJfpffifi, 3 O^itu^m^J: 

mm ( 1 c5o-nfi) ttxmi ^Ltzo 

[0 1153 

Cfitl£$!2] In vitro #;i^>^A^^;i/^LfPffi (|n]JJ§) 
C r j : CDltt? y h ( 8 ili^ 1 2ate) <DE|]J§£[HW§K £ «9 3 cm^g 

^Lfz3 7°c<?)?4 u- vm^^mmLtzo mm^jjmtn, h7^fa- 

*ift £ * 4 n - Kfl[^ 77 «j *7 A - * -Y n - Kffi (95.6 mM<DN a C U 45 
. OmMOKC 1 , 1. 8mM<7)C aC I2, 1. 0 4 mM^MgC 1 2^ 0. 4mMC0N a 
H2PO4, 1 1. 9mM<7)N a HCO3, 5.5 5 bM0^3-x) ^filfe-f*^ 

^sftJS (IC 50 fi) kUUl(3U, X, jflL^H^-f"^) I C^oW.tMWfl/zM 



asiEfft 2 003-3082446 



mm. 2001-161988 



^-v: 66/ 



[0 116] 



mi 







ICso(nM) 


ICso(nM) 
@tt b} 


ajb 


1 


iy hci 


163.0 


22.0 


7.4 


2 


rv "CI 


186.3 


19.0 


9.8 


3 




556.7 


39.0 


14.3 


4 


rv' "ci 

MeO^W 


107.0 


17.5 


6.1 


5 




590.3 


71.0 


8.3 


6 


V NA^ 2HC1 


631.0 


79.7 


7.9 
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mm 2 0 0 1 - 1 6 1 9 8 8 ^- v : 67/ 

[0 117] 



7 


.-CCb 


121.0 


19.8 


6.1 


8 


c 


236.0 


6.1 


38.7 


9 


^yXjT 2HC1 


134.7 


15.0 


9.0 


10 


<^J-\^> 2HC1 


142.7 


12.6 


11.3 


11 


<(^\eJ 2HC1 


145.0 


11.0 


13.2 


12 




193.3 


14.2 


13.6 
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# m 2001-161988 



^-v: 68/ 
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mm. 2 0 0 1 - 1 6 1 9 8 8 ^- v : 69/ 

[0 119] 
[*4] 







IC^nM) 


ICsotnM) 


a/b 


19 




95.3 


15.3 


6.2 


20 




67.3 


11.1 


6.1 


21 




813.3 


59.5 


13.7 


22 


2HC1 


114.3 


13.3 


8.6 


23 




158.3 


17.3 


9.2 


24 


^7 2HC1 


274.0 


33.8 


8.1 
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m II 2001-161988 ^- y : 70/E 

i « • 

i 

[0 12 0] 

y A ^ * £ W L , # HM^iiM*^ v » a ;ix ~> ^ A ^ \ * ;i/jgJfi 

mx&zztmtmztitzo gratis 9 9 1 2 9 2 5 a 1-t, ®p^#tt^o 0 

4 0 5 7 OA l-5§-K(i|W| £;fri£{Ccfc&a ^05, 1 Fny^^V [b, 

^f&i^fc^ (iflt^ ^ &mtm & v> LMwmiR®. k & , ^ ti ^ oft 
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#S£ 2 0 0 1 - 1 6 1 9 8 8 ^- V \ l/E 

imm%\ mm 
mm 

TIE^T^ ?Wvt K o v ^ > V * * +h -tf kf > if it * <r> 

lit i] 
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mm 2 0 0 1 - 1 6 1 9 8 8 

ai m a m & m * 



1 . B 

ft £ 



[000000066] 
1991^ in 2B 

1 T@ 1 5# 1 # 



